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[0093] 

TLC:Rf 0.33 (i^lfel^;U:^^-9->=l:l); 

NMR (DMSO-d<s) : 6 10.94 (s, IH), 8.67 
(s, IH), 8.25 (bs, IH), 7.97(s, 2H), 7.65 (bs, 
IH), 7.25 (t, J = 7.8 Hz, IH), 6.76-6.64 
(m, 3H), 3.69 (s, 3H), 1.35-1.20 (m, IH), 0.7 
2-0.63 (m, 2H), 0.52-0.43 (m, 2H)o 

[0094] 

l-,;t^;u-3-i/^7P^otf;u-4-(3-;<h^*>7x=.;u 
T5/)tf77Pt5,4-b]lfUi^>-5-*yU7K=^r^t5K 

[^b 29] 



[0093] 

TLC:Rf 0.33 (ethylacetate :hexane =1:1 ); 

nmr PMSO -d<sub>6</sub> ):;de 10.94 (s, IH ), 8.67 (s, 
IH ), 8.25 (bs, IH ), 7.97 (s, 2H ), 7.65 (bs, IH ), 7.25 (t, 
J=7.8Hz , IH ),6.76 - 6.64 (m, 3H ), 3.69 (s, 3H ), 1.35 - 1.20 
(m, IH ), 0.72 - 0.63 (m, 2H ), 0.52 - 0.43(ni, 2H ). 

[0094] 

Woiking Example 1 (9) 

1 -methyl -3- cyclopropyl -4- (3 -meflioxyphenyl amino ) 
pjrazDlo [5 and 4 -b ] pyridine -5-carboxamide 

[Chemical Fomula 29 ] 
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[0095] 

TLC:Rf 0,33 d^iftl-^^^U); 

NMR (DMSO-dfi) : d 11.00 (s, IH), 8.74 
(s, IH), 8.22 (bs, IH), 7.57(bs, IH), 7.19 (t, 
J = 7.8 Hz, IH), 6.69-6.60 (m, 3H), 3.87 (s, 
3H). 3.68 (s, 3H), 1.26-1.14 (m. IH). 0.70- 
0.60 (m, 2H), 0.44-0.34 (m, 2H)o 



[0095] 

TLC:Rf 0.33 (ethylacctate ); 

nmr (DMSO -d<sub>6</sub> ):;de 1 1 .00 (s, IH ), 8.74 (s, 
IH X 8 22 (bs, IH ), 7.57 (bs, IH ), 7.19 (t, J=7.8Hz , IH ), 
6.69 - 6.60(m, 3H ), 3.87 (s. 3H ), 3.68 (s. 3H ), 1.26 - 1.14 
(ra, IH ). 0.70 - 0.60 (m, 2H ). 0.44 - 0.34 (m. 2H ). 
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[0096] 

mmm kio) 

l-^^yU-3-(^:f7x>-2--r;U)-4-(3-yh+S>"7x 

^;uT5>')tf^yD[5,4-b]tfUi^>-5-*;U7H+-9- 
SK 



[0096] 

Working Example 1 (10) 

1 -methyl -3- (tiiiophene -2- yl ) - 4 - (3 -methoxyphenyl 
amino ) pyrazolo [5 and 4 -b ] pjo-idine -5-carboxamide 

[Chemical Foimula 30 ] 
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[0097] 

TLC:Rf 0.36 (i^lfel^^U); 

NMR (DMSO-de) : 6 11.12 (IH), 8.84 (s, 1 
H), 8.29 (bs, IH), 7.66 (bs, IH), 7.25 (dd, J 

= 5.1, 0.9 Hz, IH), 6.92 (dd, J = 3.6, 0.9 
Hz, IH), 6.81 (t, J = 7.5 Hz, IH), 6.66 (dd, 

J = 5.1, 3.6 Hz, IH), 6.37-6.24 (m, 3H), 4. 
04 (s, 3H). 3.55 (s. 3H)o 

[0098] 

1(11) 

l->^;i/-3-(4-'^DP7x^;U)-4-(3-yh+*>'7x 

-;UT5/)t°7yn[5,4-b]t°'Ji^>-5-:^iynH+-9- 
5K 



[0097] 

TLC:Rf 0.36 (ethylacetate ); 

nmr (DMSO -d<sub>6</sub> ):;de 1 1. 12 (1 H ), 8.84 (s, IH ), 
8.29 (bs, IH ), 7.66 (bs, IH ), 7.25 (dd, J-5.1, 0.9Hz , IH ), 
6.92 (dd. J=3.6, 0.9Hz , IH ),6.81 (t, J=7.5Hz , IH ), 6.66 (dd, 
J=5 1, 3.6Hz , IH ), 6.37 - 6.24 (m, 3H \ 4.04 (s, 3H ), 3.55 
(S.3H). 

L0098J 

Working Example 1 (1 1) 

1 -methyl -3- (4 -chlorophenyl ) - 4 - (3 -methojgrphenyl 
amino ) pyrazolo [5 and 4 -b ] pyridine -5-carboxamide 



[^b3l] 



[Chemical Fomula 31 ] 
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[0099] 

TLC:Rf 0.35 (i^iiX^^U); 

NMR (DMSO-d<) : d 11.22 (s, IH), 8.85 
(s, IH), 8.30 (bs, IH), 7.65(bs, IH), 7.26 (d, 
J = 8.4 Hz, 2H), 7.10 (d, J = 8.4 Hz, 2H), 
6.80-6.70(m, IH), 6.28-6.20 (m, 3H), 4.04 
(s, 3H), 3.54 (s, 3H)o 

[0100] 

MM^ 1(12) 

l--7x=.;U-3-y^jlU-4-(3-^h4^'>'7x^;ur5y) 

t7yD[5.4-b]t°'Ji?>-5-*yU7H+-y-5K 

[^b 32] 



[0099] 

TLC:Rf 0.35 (elhylacetate ); 

nmr (DMSO -d<sub>6</sub> ):;de 1 1.22 (s, IH ), 8.85 (s, 
IH ), 8.30 (bs, IH ), 7.65 (bs, IH ), 7.26 (d, J=8.4Hz , 2H ). 
7.10 (d, J=8.4Hz , 2H ),6.80 - 6.70 (m, IH ), 6.28 - 6.20 (m, 
3H X 4.04 (s, 3H ), 3.54 (s, 3H ). 

[0100] 

Woiking Example 1 (12) 

1 -phenyl -3- methyl -4- (3 -methrog^phenyl amino ) pyrazob 
[5 and 4 -b ] pyridine -5-carboxamide 

[Chemical Fomiula 32 ] 
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[0101] 

TLC:Rf 0.43 «7nn7|%/UA:^'^>'— /U=9:l); 

NMR (CDCI3) : 6 10.56 (s, IH), 8.60 (s, 1 
H), S. 12-8.09 (m, 2H), 7.53-7.48 (m, 2H), 7. 
26-7.18 (m, 2H), 6.78-6.69 (m, 3R), 5.90-5.7 
0 (brs, 2H), 3.77 (s, 3H), 1.77 (s, 3H)o 

[0102] 

i-y^yu-3-t-:?^;u-4-(3-^h+v:7x-;uT5y) 
tf7ya[5,4-b]ifgi?>-5-*;i.7K+-y-5K 

[^b 33] 



[0101] 

TLC:Rf 0.43 (chloroform :methanol=9 : 1 ); 

nmr (CDCl<sub>3<;'sub> ):;de 10.56 (s, IH ), 8.60 (s, IH ), 
8.12 - 8.09 (m, 2H ). 7.53 - 7.48 (in, 2H X 7.26 -7.1 8 (in, 2H ), 
6.78 - 6.69 (m. 3H ), 5.90 - 5.70 (brs. 2H ). 3.77 (s, 3H), 1.77 
(s,3H). 

[0102] 

Worfdng Example 1 (13) 

1 -methyl -3- t-butyl -4- (3 -methoxyphenyl amino ) pyrazolo 
[5 and 4 -b ] pyridine -5-carbo)amidfi 

[Chemical Fomula 33 ] 




O HN 



CH3 
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[0103] 

TLC:Rf 0.30 (i^lfel^^U); 

NMR (DMSO-dfi) : d 8.62 (s, IH), 8.14 (s, 
IH), 7.73 (bs, IH), 7.39 (bs, IH), 7.03 (t, J 
= 8.4 Hz, IH), 6.43-6.35 (m, IH), 6.27-6.20 
(m, 2H),3.99 (s, 3H), 3.64 (s, 3H), 1.33 (s. 

9H)„ 

[0104] 
HaS^IJ 1(14) 

1 -7x - ;u-3-i/^7n"?n tf ;u-4-(3-;th=^'>:7x= 

>UT5/)e^yP[5,4-b]e'Ji;>-5-*yU7K=^t»-5 
K 

[<b 34] 



[0103] 

TLC:Rf 0.30 (ethylacetate ); 

nmr PMSO -d<sub>6</sub> ):;de 8.62 (s, IH ), 8.14 (s, 
IH ), 7.73 (bs, IH ), 7.39 (bs, IH ), 7.03 (t, J=8.4Hz , IH ), 
6.43 - 6.35(m, IH ), 6.27 - 6.20 (m, 2H ), 3.99 (s, 3H ), 3.64 
(s,3H),1.33(s,9H). 

[0104] 

Working Example 1 (14) 

1 -phenyl -3- cyclopropyl -4- (3 -methoxyphenyl amino ) 
pyrazolo [5 and 4 -b ] pyridine -5-carboxamide 

[Chemical Fomiula 34 ] 
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[0105] 

TLC:Rf 0.44 «7nn7|%yUA:^t^/— ;U=9:1); 

NMR (CDCI3) : d 10.50 (s, IH), 8.61 (s, 1 
H), 8.12 (t, J = 7.5 Hz, 2H), 7.49 (t, J = 8. 
1 Hz, 2H), 7.31-7.17 (m, 2H), 6.78-6.62 (m, 
3H), 6.00-5.60 (brs, 2H), 1.37- 1.25 (m, IH), 
0.90-0.81 (m, 2H), 0.53-0.48 (m, 2H)„ 

[0106] 

mmm kis) 

l-,;t^;U-3-:7x=.;U-4-C3-^th^»>:7x^;UT5>') 
tf7yp[5,4-b]tf'Ji?>-5-*/U7H+-y-5K 

[^b35] 



[0105] 

TLC:Rf 0.44 (chlorofoon :methanol =9:1); 

nmr (CDCl<sub>3<sub> );;de 10.50 (s, IH ), 8.61 (s, IH ), 
8.12 (t, J=7.5Hz , 2H ), 7.49 (t, J=8.1Hz , 2H ), 7.31 - 7.17 
(m. 2H ), 6.78- 6.62 (m, 3H ), 6.00 - 5.60 (brs, 2H ), 1.37 - 
1.25 (m, IH X 0,90 - 0.81 (tn, 2H ), 0.53 - 0.48(m, 2H ). 

[0106] 

Woiking Example 1 (15) 

1 -methyl -3- phenyl -4- (3 -melhoxyphenyl amino ) pyrazolo 
[5 and 4 -b ] pyridine -5-carboxamidfi 

[Chemical Fonnula 35 ] 
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H^N 




[0107] 

TLC:Rf 0.46 (^□□7h;UA:p'^t/— ;U=9;1); 

NMR (CDCI3) : d 10.47 (s, IH), 8.64 (s, 1 
H), 7.35-7.31 (m, 2H), 7.11-7.06 (m, 3H), 6. 
75 (t, J = 8.1 Hz, IH), 6.37- 6.32 (m, IH), 
6.26-6. 19(m, 2H), 5.90-5.75 (brs, 2H). 4.14 
(s, 3H), 3.59 (s, 3H)o 

[0108] 



[0107] 

TLC:Rf 0.46 (chlorofarm :methanol =9:1); 

nmr (CDCl<sub>3<y'sub> ):;de 10.47 (s, IH ), 8.64 (s, IH ), 
7.35 - 7.31 (m, 2H ), 7.1 1 - 7.06 (m, 3H ), 6.75(t, J=8.1Hz , 
IH), 6.37 - 6.32 (m, IH ), 6.26 - 6.19 (m, 2H ), 5.90 - 5.75 
(brs, 2H ), 4.14 (s, 3H ). 3.59 (s, 3H ). 

[0108] 
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mmm i(i6) 

l,3-v;?«^;U-4-(3-hU7P^P-?th+v3?x-^Ur 

5/)if^yD[5,4-b]tfUi;>-5-*;u7H+tJ-5K 

[^b 36] 



Working Example 1 (16) 

1 and 3 -dimethyl -4- (3 -tri fluoro methoxyphenyl amino ) 
pyrazolo [5 and 4 -b ] pyridine -5-carboxamide 

[Chemical Fonnula 36 ] 
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[0109] 

TLC:Rf 0,30 (iStiKx^jU); 



[0109] 

TLC:Rf 0.30 (ethylacetate ); 
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NMR (DMSO-d^) : 6 10.97 (s, IH), 8.78 
(s, IH), 8.26 (bs, IH), 7.62(bs, IH), 7.48-7.3 
7 (m, IH), 7.16-7.05 (m, 3H), 3.92 (s, 3H), 
1.71 (s, 3H)o 

[0110] 

mmm i(i7) 

i,3-S^^^yu-4-(3-h'j:7n^n/^;u?:i-:?i- 
juT5y)tf^yp[5,4-b]if'je;>-5-*;u7t?+-«t5 
K 



nmr (DMSO -d<Sub>6</sub>):;de 10.97 (s, IH ), 8.78 (s, 
IH X 8.26 (bs, IH X 7.62 (bs, IH ), 7.48 - 7.37 (m, IH ), 7.16- 
7.05 (m, 3H X 3.92 (s, 3H X 1.71 (s. 3H ). 

[0110] 

Working Example 1 (17) 

1 and 3 -dimethyl -4- (3 -trifluoromethyl thiophenyl amino ) 
pyrazolo [S and 4 -b ] pyridine -5-carboxamide 



[^b37] 



[Chemical Fomiula 37 ] 
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[0111] 

TLC:Rf 0,30 (iStiKx^jU); 



[0111] 

TLC:Rf 0.30 (ethylacetate ); 
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(s, IH), 8.29 (bs, IH), 7.63(bs, IH), 7.54-7.3 
2 (m. 4H). 3.92 (s, 3H), 1.66 (s, 3H)„ 

[0112] 

^«6«<J 1(18) 

i,3-v^^yu-4-(3-xh+v:7i-^ur5/)t:7y 

□[5,4-b]lfUS^>-5-*;U7H++»-5K 

[^b 38] 



2002-1-23 

nmr (DMSO -d<Sub>6</sub>):;de 11.04 (s, IH ), 8.79 (s, 
IH ), 8.29 (bs, IH X 7.63 (bs, IH ), 7.54 - 7.32 (m, 4H ), 
3.92(s, 3H ). 1.66(s,3H). 

[0112] 

Working Example 1 (18) 

1 and 3 -dimethyl -4- (3 -ethoxy phenylamino ) pyrazolo [5 
and 4 -b ] pyridine -5-carboxamide 

[Qiemical Formula 38 ] 



O 




N 



N 



CH 



[0113] 



[0113] 
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TLC:Rf 0.36 «7nnit!/UA:^'^>'— ;U=9:1); 

NMR (CDCI3) : 6 10.58 (s, IH), 8.52 (s, 1 
H), 7.21-7.15 (m, IH), 6.72-6.65 (tn, 3H), 5. 
85-5.60 (brs, 2H), 3.99 (s, 3H), 3.97 (q, J = 
6.9 Hz,2H), 1.77 (s, 3H), 1.37 (t, J = 6.9 H 
z, 3H)o 

[0114] 

mmm i(i9) 

l,3.S?y^<>U^(3.'fV^DtfVU;l-:\^t^7xiVUT 
5/)tf^yD[5,4-b]e'Ji?>-5-*^U7t<4**-5K 

[^b 39] 



TLC:Rf 0.36(chlorofoan :methanol=9 : 1 ); 

nmr (CDCl<sub>3<ysub> ):;de 10.58 (s, IH ), 8.52 (s, IH ), 
7.21 - 7.15 (iti, IH ), 6.72 - 6.65 (m. 3H ), 5.85 -5.60 (brs. 
2H ), 3.99 (s, 3H ), 3.97 (q, J=6.9Hz , 2H ), 1.77 (s, 3H ), 1 .37 
(t, J=6.9Hz,3H). 

[0114] 

Working Example 1 (19) 

1 and 3 -dimethyl -4- (3 -isopropyl oxy phenylamino ) 
pyrazolo [5 and 4 -b ] pyridine -5-carboxainide 

[Chemical Fonnula 39 ] 
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CH 



O 



O HN 




N 




N 



CH 



[0115] 

TLC:Rf 0.41 (^7PP7h;UA:y^/— ;i/=9:l); 

NMR (CDCb) : d 10.58 (s, IH), 8.52 (s. 1 
H), 7.20-7.13 (m, IH), 6.72-6.65 (m. 3HX 5. 
85-5.60 (brs, 2H), 4.48 (sept, J = 6.0 Hz, 1 
H), 3.99 (s, 3H), 1.77 (s, 3H), 1.29 (d, J = 
6.0 Hz, 6k)o 



[0115] 

TLC:Rf 0.41 (chloroform methanol =9 : 1 ); 

nmr (CDCl<sub>3<sub> ):;de 10.58 (s, IH ), 8.52 (s, IH ), 
7.20 - 7.13 (m, IH ), 6.72 - 6.65 (m, 3H ), 5.85 -5.60 (brs, 
2H ), 4.48 (sept, J=6.0Hz , IH ), 3.99 (s, 3H ), 1 .77 (s, 3H ), 
1.29(d, J=6.0Hz,6H). 
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[0116] 

mmm i(20) 

i,3-»:J^9=^;u-4-(3-'7x^ju:?x=.;ur5/)tf7V/ 

□[5,4-b]tf«J^;>-5-*JU7H=^r-9-5K 
[^b 40] 



[0116] 

Working Example 1 (20) 

1 and 3 -dimethyl -4- (3 -phenyl phenylamino ) pyrazolo [5 
and 4 -b ] pyridine -5-carbaxamide 

[Chemical Fomiula 40 ] 
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[0117] 

TLC:Rf 0.32 (^nDThyUAi^t^/— ;U=9:1); 

NMR (DMSO-d<s) : 6 11.10 (s, IH), 8.75 
(s, IH), 8.30-8.10 (brs, lH),7.60-7.57 (m, 3 
H), 7.45-7.34 (m. 6H). 7.13-7.04 (m. IH), 3. 
88 (s, 3H),1. 66 (s, 3H). 

[0118] 

mmm i(2i) 

tf7yp[5,4-b]trgi?>-5-:b;i.7K+-y-5K 
[^b 41] 



[0117] 

TLC:Rf 0.32 (chlorofoon ;methanol =9:1); 

nmr pMSO -d<sub>6</sub> ):;de 1 1. 10 (s, IH ), 8.75 (s, 
IH), 8.30 - 8.10 (brs, IH ), 7.60 - 7.57 (m, 3H ), 7.45 -7.34 
(m. 6H ). 7.13 - 7.04 (m, IH ). 3.88 (s. 3H ), 1.66 (s, 3H ). 

[0118] 

Working Example 1 (21) 

1 and 3 -dimethyl -4- (3 -benzyloxy phenylamino ) pyrazolo 
[5 and 4 -b ] pyridine -5-carboxamidfi 

[Chemical Fonnula 41 ] 
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H.N 



N 



3 




N 




N 



CH 



3 



[0119] 

TLCiRf 0.28 (^□□7h;UA:^^fy'-7U=9:l); 

NMR (DMSO-dfi) : 6 10.94 (s, IH). 8.72 
(s, IH), 8.23-8.10 (brs, lH),7.60-7.50 (brs, 1 
H), 7.40-7.29 (m, 5H), 7.19 (t, J = 8.7 Hz, 



[0119] 

TLC:Rf 0.28 (chloroform :me1hanol=9 : 1 ); 

nmr (DMSO -d<sub>6</sub>):;de 10.94 (s, IH ), 8.72 (s, 
IH ), 8.23 - 8. 10 (bre, IH ), 7.60 - 7.50 (bre, IH ), 7.40 -7.29 
(m. 5H ), 7.19 (t, J=8.7Hz , IH ), 6.78 - 6.75 (m. 2H ). 6.64 
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IH), 6.78-6.75 (m, 2H), 6.64 (d, J = 8.7 Hz, 
IH), 5.06 (s, 2H), 3.87 (s, 3H), 1.64(s, 3 
H)c 

[0120] 

1(22) 

i,3-v;«^yu-4-(3 .=.hn7'x=.;ur5/)t°77n 
[5,4-b]lf' J £;>-5-*;U7H^^t5K 

nb42] 



HoN 



2002-1-23 

(d, J=8.7Hz , IH X 5.06 (s, 2H X 3.87 (s, 3H ), 1.64 (s, 3H ). 
[0120] 

Working Example 1 (22) 

1 and 3 -dimethyl -4- (3 -nitrophcnyl amino ) pyrazolo [5 and 
4 -b ] pyridine -5-carboxamide 

[Chemical Formula 42 ] 




[0121] 



[0121] 
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TLC:Rf 0.28 (^ynn-tv/UAi^t^/— ;U=9:1); 

NMR (DMSO-d^) : 6 10.81 (s, IH), 8.77 
(s, IH), 8.24 (brs, IH), 7.90-7.84 (m, 2H), 7. 
62 (brs, IH), 7.58-7.46 (m, 2H). 3.93 (s, 3 
H), 1.80 (s,3H)„ 

[0122] 

mmm 1(23) 

l,3-vy^;U-4<3-7t^^U'7x^yU75/)t°7y 

□[5,4-b]tfui;:/.5.*;u7H:^F-it5K 
[<b 43] 



TLC:Rf 0.28 (chloroform ;methanol=9 : 1 ); 

nmr (DMSO -d<Sub>6<sub>):;de 10.81 (s, IH ), 8.77 (s, 
IH ), 8.24 (brs, IH ), 7.90 - 7.84 (m, 2H ), 7.62 (brs, IH ), 
7.58- 7.46 (m, 2H ), 3.93 (s, 3H ). 1.80 (s, 3H ). 



[0122] 

Working Example 1 (23) 

1 and 3 -dimethyl -4- (3 -acetyl phenylamino ) pyrazolo [5 
and 4 -b ] pyridine -5-carboxamide 

[Chemical Formula 43 ] 
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O HN 




H^N 



N 




N 




N 



CH 



[0123] 

TLC:Rf 0,30 (l^iftl'^^^U); 

NMR (DMSO-dfi) : d 11.00 (s, IH), 8.77 
(s, IH), 8.24 (bs, IH), 7.70(d, J = 7.5 Hz, 1 
H), 7.63 (s, IH), 7.59 (bs, IH), 7.46 (t, J = 
7.5 Hz, IH). 7.35 (d, J = 7.5 Hz. IH). 3.91 
(s, 3H), 2.54 (s, 3H), 1.65 (s, 3H)o 



[0123] 

TLC:Rf 0.30 (ethylacctate ); 

nmr (DMSO -d<sub>6</sub> ):;dc 1 1 .00 (s, IH ), 8.77 (s, 
IH ), 8.24 (bs, IH ), 7.70 (d, J=7.5Hz , IH ), 7.63 (s, IH ), 
7.59 (bs, IH ),7.46 (t, J=7.5Hz , IH ), 7.35 (d, J=7.5Hz , IH ), 
3.91 (s, 3H ). 2.54 (s, 3H ). 1 .65 (s. 3H ). 
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[0124] 

mmm 1(24) 

l,3-»:Jy^^U-4-(3-^>V'f'yU-7x=.;UT5>')hf7 
V'P[5,4-b]tf'JS;>-5-*yU7K+-9-5K 

[^b 44] 



[0124] 

Working Example 1 (24) 

1 and 3 -dimethyl -4- (3 -benzoyl phenylemino ) pyrazolo [5 
and 4 -b ] pyridine -5-carbaxamide 

[Chemical Fomiula 44 ] 
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O HN 




N 




N 



\ 



CH 



[0125] 

TLC:Rf 0.30 (ftffilX^^U); 

NMR (DMSO-d«) : 3 10.94 (s, IH), 8.75 
(s, IH), 8.22 (bs, IH), 7.70-7.62 (m, 3H), 7. 
59 (bs, IH), 7.54-7.40 (m, 5H), 7.36-7.31 (m. 



[0125] 

TLC:Rf 0.30 (elhylacetate ); 

nmr (DMSO -d<Sub>6</sub> ):;de 10.94 (s, IH ), 8.75 (s, 
IH ), 8.22 (bs, IH ). 7.70 - 7.62 (m, 3H), 7.59 (bs, IH ), 7.54- 
7.40 (m, 5H ), 7 36 - 7.31 (m, IH ), 3.93 (s, 3H ), 1 .76 (s. 
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IH), 3.93(s, 3H), 1.76 (s, 3H)„ 
[0126] 

mmm i(25) 

l,3-v;>i^^U-4-(3-y^;U^;J-7x-;U75^)tf7 
V □[5,4-b]lf 'JS;>-5-*;U7H+-9-5K 

[^b 45] 



HM 



3H). 
[0126] 

Working Example 1 (25) 

1 and 3 -dimethyl -4- (3 -methylthio phenylamino ) pyrazolo 
[5 and 4 -b ] pyridine -5-carboxatnide 

[Chemical Fomiula 45 ] 



s 



CH 



3 
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[0127] 

TLC:Rf 0.30 d^gJI^^U); 

NMR (DMSO-d<s) : 6 10.98 (s, IH), 8.74 
(s, IH), 8.22 (bs, IH), 7.56(bs, IH), 7.23 (t, 
J = 8.1 Hz, IH), 7.01 (s, IH), 7.00 (d, J = 
8.1 Hz, IH), 6.84 (d, J = 8.1 Hz, IH), 3.89 
(s, 3H), 2,42 (s, 3H), 1.69 (s, 3I^„ 

[0128] 

mmm i(26) 

l,3-i?;t^;U-4-(3-I^^;U'7x=;UT5y)tf'7y 

□[5,4-b]e'Jv>-5-*;U7H++*-5K 

[^b 46] 



[0127] 

TLC:Rf 0.30 (ethylacetate ); 

nmr (DMSO -d<sub>6</sub> ):;de 10.98 (s, IH ), 8.74 (s, 
IH ), 8.22 (bs, IH ), 7.56 (bs, IH ), 7.23 (t, J-S.lHz , IH ), 
7.01 (s, IH ),7.00 (d, J=8.1Hz , IH ). 6.84 (d, J=8.1Hz , IH ), 
3.89 (s, 3H ), 2.42 (s, 3H ), 1 .69 (s, 3H ). 

[0128] 

Woiking Example 1 (26) 

1 and 3 -dimethyl -4- (3 -ethinyl phenylamino ) pyrazolo [5 
and 4 -b ] pyridine -5-carboxamide 

[Chemical Fonnula 46 ] 




[0129] 

TLC:Rf 0.22 «7PP7h;UA:;«^y'— ;U=9:1); 

NMR (DMSO-d«) : d 10.91(s, IH), 8.75(s, 
IH), 8.25(s. IH), 7.60(brs,lH), 7.10-7.35(m, 4 
H), 4.17 (s, IH), 3.89(s, 3H), 1.67(s, 3I^o 

[0130] 



[0129] 

TLC:Rf 0.22 (chloroform :methanol=9 : 1 ); 

nmr (DMSO -d<Siib>6<^sub> ):;de 10.91 (s, IH ), 8.75 (s, 
IH ), 8.25 (s, IH ), 7.60 (brs, IH ), 7. 10 - 7.35 (m, 4H ). 
4.17(s, IH ), 3.89 (s, 3H ), 1.67 (s, 3H ). 

[0130] 
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mmm 1(2?) 

i,3-vy^;i.-4-(3-tKp+v>^;u7x-;ur? 

/)tf^VD[5,4-b]egi?>-5-*JU7t«*ttSK 
[^b 47] 



Working Example 1 (27) 

1 and 3 -dimethyl -4- (3 -hydroxymethyl phenylamino ) 
pyra2olo [5 and 4 -b ] pyridine -5-carboxainide 

[CSiemical Fomiula 47 ] 




Page 105 Paterra® InstanlMT® Machine Translation (U.S. Pat Ser. No. 6,490,548; Pat. Pending Ser. No. 10/367,296) 



JP2002020386A 



2002-1-23 



[0131] 

TLC:Rf 0.65 «7nn7|%yUA:^t^>'— ;U=9:1); 

NMR (DMSO-d<s) : 6 11.05 (s, IH), 8.73 
(s, IH), 8.20 (br, IH), 7.54(br, IH), 7.26 (d 
d, J = 8.0, 8.0 Hz, IH), 7.08-7.03 (m, 2H), 
6.96 (d, J= 8.0 Hz, IH), 5.16 (t, J = 6.2 Hz, 

IH), 4.42 (d, J = 6.2 Hz, 2H), 3.87(s, 3H), 

1.61 (s, 3H)o 

[0132] 

1(28) 

l,3-v>5^;U-4-(3-T'b^;U7'5>'7x^^UT5-/) 
t7yD[5,4-b]t°'J':^>-5-:^3;U;H+-y-5K 

Ut 48] 



[0131] 

TLC:Rf 0.65 (chlorofoon ;methanol=9 : 1 ); 

nmr (DMSO -d<sub>6</sub> ):;de 11.05 (s, IH ), 8.73 (s, 
IH ), 8.20 (br, IH ), 7.54 (br, IH ), 7.26 (dd, J=8.0, 8.0Hz , 
IH ), 7.08 - 7.03(in, 2H ), 6.96 (d, J=8.0Hz , IH ), 5.16 (t, 
J=6,2Hz , IH X 4.42 (d, J=6.2Hz , 2H ). 3.87 (s, 3H ), 1.61 (s, 
3H). 

L0132J 

Working Example 1 (28) 

1 and 3 -dimethyl -4- (3 -acetylamino phenylamino ) pyrazolo 
[5 and 4 -b ] pyridine -5-carboxainidc 

[Chemical Fonnula 48 ] 
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[0133] 

TLC:Rf 0.20 (^7PP7h;UA:y^/— ;i/=9:l); 

NMR (DMSO-de) : 6 10.99 (s, IH), 9.88 
(s, IH), 8.73 (s, IH), 8.22 (brs. IH), 7.57 0) 
rs, IH), 7.35-7.32 (m, 2H), 7.22 (t, J = 8.1 
Hz, IH), 6.78 (d, J = 8.1 Hz, IH), 3.87 (s, 
3H), 1.97 (s, 3H), 1.66 (s, 3H)o 



[0133] 

TLC:Rf 0.20 (chloroform methanol =9 : 1 ); 

nmr (DMSO -d<sub>6</sub>):;de 10,99 (s, IH ). 9.88 (s. 
IH X 8.73 (s, IH ), 8.22 (brs, IH ), 7.57 (hre, IH ), 7.35 - 
7.32(m, 2H ), 7.22 (t, J=8. IHz , IH ), 6.78 (d, J=8. IHz , IH ), 
3.87 (s, 3H ), 1.97 (s, 3H ), 1.66 (s, 3H ). 
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[0134] 

mmm 1(29) 

T5-0t^^V^a[5,4-b]tf'JS^>-5-*;U7t«:^r-it5K 

[<b 49] 



[0134] 

Woridng Example 1 (29) 

1 and 3 -dimethyl -4- (3 -butyl sulfamoyl phenylaminD ) 
pyra2Dlo [5 and 4 -b ] pyridine -5-carboxamide 

[Chemical Formula 49 ] 




H 



\ 



CH 



[0135] 

TLC:Rf 0.25 (^7DD;H;UA:jt^f>/— 7U^9:1); 

NMR (DMSO-d<s) : S 11.14 (s, IH), 8.80 
(s, IHX 835 (brs, IH), 767(brs, IH), 7.57 
(brs, IH), 7.60-7.37 (m, 4H), 3.91 (s, 3H), 2. 
63 (q, J= 7.2 Hz, 2H), 1.65 (s, 3HX 1.35-1.1 
5 (m, 4ir), 0.78 (t, J = 7.2 Hz, 3H)o 

[0136] 

llfi(5«ll 1(30) 



[0135] 

TLC:Rf 0.25 (chloroform :methanol^9 : 1 ); 

ranr (DMSO -d<sub>6</sub> ):;de 1 1. 14 (s, IH ), 8.80 (s, 
IE ), 8.35 (brs, IH ), 7.67 (brs, IH ), 7.57 (brs, IH X 7.60 - 
7.37(m, 4H X 3.91 (s, 3H), 2.63 (q, J=7.2Hz , 2H % 1.65 (s, 
3H ), 1.35 - 1.15 (m, 4H X 0.78 (t, J=7.2Hz , 3H X 

[0136] 

Working Example 1 (30) 
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i,3-vy^^u-4-(3-:^a7K+v7x-;ur?^)tf7 
V □[5,4-b]e'Ji^>-5-*;u?ft++J-5K 

[^b 50] 



1 and 3 -dimethyl -4- (3 -propoxy phenylamino ) pyrazolo [5 
and 4 -b ] pyridine -5-carboxamide 

[Chemical Fomiula 50 ] 



O HN 



CHq 




HoN 




[0137] 

TLC:Rf 0.36 (it^I^^U); 

NMR (DMSO-ds) : d 10.96 (s, IH), 8.74 
(s, IH), 8.20 (bs, IH), 7.55(bs, IH), 7.19 (t, 
J = 8.4 Hz, IH), 6.74-6.68 (m, IH), 6.67 (s, 
IH), 6.63 (d, J = 8.4 Hz, IH), 3.89 (s, 3 
H), 3.87 (t, J = 6.9 Hz, 2HX 169 (s,3H), 1. 
68 (sext, J= 6.9 Hz, 2H), 0.94 (t, J = 6.9 H 
z, 3H)o 

[0138] 

1(31) 

l,3-i?^^U-4-(3-*>^p^>^;i//f-+i^7xr.;u 
T5>0t°^yD[5,4-b]e'Ji^>-5-:*3yU7t?=^1*-5K 

[<b5l] 



[0137] 

TLC:Rf 0.36 (elhylacetate ); 

nmr (DMSO -d<sub>6</sub>):;de 10,96 (s, IH ), 8.74 (s, 
IH ), 8.20 (bs, IH X 7.55 (bs, IH ), 7.19 (t, J=8.4Hz , IH ), 
6.74 - 6.68(m, IH ), 6.67 (s, IH ), 6.63 (d, J=8.4Hz , IH ), 
3.89 (s, 3H ), 3.87 (t, J=6.9Hz , 2H ), 1.69 (s, 3H ), 1.68 (sext, 
J=6.9Hz , 2H ), 0.94 (t, J=6.9Hz , 3H ). 



[0138] 

Working Example 1 (31 ) 

1 and 3 -dimethyl -4- (3 -cyclopentyl oxy phenylamino ) 
pyrazolo [5 and 4 -b ] pyridine -5-carboxamide 



[Chemical Formula 51 ] 
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[0139] 

TLC:Rf 0.35 (ltffi|X^;U); 

NMR (DMSO-d«) : d 10.98 (s, IH), 8.74 
(s, IH), 8.21 (bs, IH), 7.56(bs, IH), 7.19 (t, 
J = 8.4 Hz, IH), 6.70-6.60 (m, 3H), 4.80-4.7 
2 (m, IH), 3.89 (s, 3H), 1.90-1.46 (m, 8H), 
1.68 (s, 3H)„ 

[0140] 

mmm 1(32) 

-»UT5>')lf5yn[5,4-b]t°U'v>-5-*yU7t?^-9-5 
K 

[^b 52] 



[0139] 

TLC:Rf 0.35 (ethylacetate ); 

nmr (DMSO -d<Sub>6</sub> );;de 10.98 (s, IH ), 8.74 (s, 
IH ), 8.21 (bs, IH ), 7.56 (bs, IH), 7,19 (t, J=8.4Hz , IH ), 
6.70 - 6.60(m, 3H ), 4.80 - 4.72 (m, IH ), 3.89 (s, 3H ), 1.90 - 
1.46 (m,8H), 1.6S(s,3H). 

[0140] 

Working Example 1 (32) 

1 and 3 -dimethyl -4- (3 -cyclohexyloxy group phenylamino ) 
pyrazoio [5 and 4 -b ] pyridine -5-carboxainidc 

[Chemical Foimula 52 ] 
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O HN' 



[0141] 

TLC:Rf 0.52 (ltffi|X^;U); 

NMR CDMSO-d«) : 8 11.05 (br, IH), 8.74 
(s, IH), 8.23 (br, IH), 7.58(br, IH), 7.18 (d 
d, J = 8.1, 8.1 Hz, IH), 6.73-6.61 (m, 3H), 
4.32-4.23(m, IH), 3.88 (s, 3H), 1.90-1.81 (m, 
2H), 1.72-1.59 (m, IH), 1.66 (s, 3H), 1.54- 
1.43 (m, IH), 1.43-1.13 (m, 6H)„ 

[0142] 

mmm i(33) 

l,3-i;.?£^;U-4-(3-(2H-3,4,5,6-xh7tKat°7>- 
4-^'/U):l-+?/-7i-;UT5y)l:f7'/D[5,4-b]tf'J 
S?:^-5-:^3;U7H+-y-5K 

[^b 53] 



[0141] 

TLC:Rf 0.52 (ethylacetate ); 

nmr (DMSO -d<Sub>6</sub> );;de 11. 05 (br, IH ), 8.74 (s, 
IH ), 8.23 (br, IH ), 7.58 (br, IH ), 7.18 (dd, J=8.1, 8.1Hz , 
IH ), 6.73 - 6.61(m, 3H ), 4.32 - 4.23 (m, IH ), 3.88 (s, 3H ), 
1.90 - 1.81 (m,2H), 1.72 -1.59 (m, IH), 1.66(s. 3H),1.54 - 
1.43 (m, IHX 1.43- 1.13 (in,6H). 

[0142] 

Working Example 1 (33) 

1 and 3 -dimethyl -4- (3 - (2 H-3, 4, 5, 6-tetrahLydropyiBn -4- 
yl ) oxy phenylamino ) pyrazolo [5 and 4 -b ] pyridine 
-5-carboxamide 

[Chemical Formula 53 ] 
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O HN 



^ N 




N 



N 



[0143] 

TLC;Rf 0.40 

NMR (DMSO-d«) : d 11.11 (br, IH), 8.75 
(s, IH), 8.25 (br, IH), 7.60(br, IH), 7.23-7.1 
7 (m, IHX 6.78-6.75 (m, 2H), 6.66 (d, J = 
7.8 Hz, IH), 4.58-4.48 (m, IH), 3.89 (s, 3H), 
3.84-3.76 (m, 2H), 3.47-3.38 (m, 2H), 1 .95 
-1.85 (m, 2H). 1.65 (s, 3H). 1.58-1.45 (m. 2 
H)„ 

[0144] 

mmm i(34) 

l,3-*;jt^;U-4-(3-(:i-^V^>-3-'|'yU):l-+i^7x 
=.JUT5>')tf^yP[5,4-b]l:f'J'y>-5-*yU7|?:^-«t 
5K 

[^b54] 



[0143] 

TLC:Rf 0.40 (ethylacetate ); 

nmr (DMSO -d<sub>6</sub> );;de 1 1. 1 1 (br, IH ), 8.75 (s, 
IH ), 8.25 (br, IH ), 7.60 (br, IH ), 7.23 - 7.17 (m, IH ), 6.78- 
6.75 (m, 2H ), 6.66 (d, J=7.8Hz , IH ), 4.58 - 4.48 (m, IH ), 
3.89 (s, 3H ), 3.84 - 3.76 (m, 2H ), 3.47 -3.38 (m, 2H ), 1.95 - 
1.85 (m, 2H ), 1.65 (s, 3H ), 1.58 - 1.45 (m, 2H ). 



[0144] 

Woiking Example 1 (34) 

1 and 3 -dimethyl -4- (3 - (oxolane -3- yl ) oxy phenylamino ) 
pyrazolo [5 and 4 -b ] pyridine -5-carboxamide 



[Chemical Fonnula 54 ] 
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O HN 




[0145] 

TLC:Rf 0.32 (ftffi|X^;U); 

NMR (CDCI3) : d 10.59 (s, IH), 8.53 (s, 1 
H), 7.23-7.15 (m, IH), 6.77-6.71 (m, IH), 6. 
67-6.61 (m, 2H), 5.83 (bs, 2H), 4.90-4.82 (m, 
IH), 3.99 (s, 3H), 3.98-3.83 (m, 4H), 2.23- 
2.04 (m, 2H), 1.77 (s, 3H)o 

[0146] 

MMm 1(35) 

l,3-i/;t^;U-4-(3-(y-9^;UX^l'7!x^;i/T5/)7i 
^;UT5/)t°5yn[5,4-b]t°Ui^>-5-*jU7H+-9- 
5K 

Ut 55] 



[0145] 

TLC:Rf 0.32 (ethylacetate ); 

nmr (CDCl<sub>3<Vsub> ):;de 10.59 (s, IH ), 8.53 (s, IH ), 
7.23 - 7.15 (m, IH ), 6.77 - 6.71 (m, IH ), 6.67 -6,61 (m, 2H ), 
5.83 (bs, 2H X 4.90 - 4.82 (m, IH ), 3.99 (s, 3H ), 3.98 - 3.83 
(m, 4H ), 2.23 - 2.04(ni, 2H ), 177 (s, 3H ). 

[0146] 

Working Example 1 (35) 

1 and 3 -dimethyl -4- (3 - (methyl sxilfonyl amino ) 
phenylamino ) pyrazolo [5 and 4 -b ] pyridine -5-carboxamide 

[Chemical Fomiula 55 ] 



Page 113 Paterra® InstanlMKB Machine Translation (U.S. Pat Ser. No. 6,490,548; Pat. Pending Ser. No. 10/367,296) 



JP2002020386A 



2002-1-23 




^ N 



N 



N 



CH 



[0147] 

TLC:Rf 0.30 (tfeib-''^U>:-/^/— -;U=10:1); 

NMR (DMSO-d«) : d 10.96 (s, IH), 9.72 
(s, IH), 8.75 (s, IH), 8.23 (bs, IH), 7.59 (b 
s, IH), 7.27 (t, J = 8.1 Hz, IH), 7.00-6.92 
(m, 2H), 6.87-6.81 (m, IH), 3.89 (s, 3H), 2.9 
4 (s, 3H), 1.70 (s, 3H)o 

[0148] 

MMm 1(36) 

l-.J<^;U-3-l-?^;U-4<3-.J«h+i/7x^;i/r5>')t° 

□[5,4-b]t°'J i^>-5-:*j;U7H+-y-5K 

[^b 56] 



[0147] 

TLC:Rf 0.30 (metiiylene chloride methanol =10:1 ); 

nmr (DMSO -d<Sub>6</sub> );;de 10.96 (s, IH ), 9.72 (s, 
IH ), 8.75 (s, IH ), 8.23 (bs, IH ), 7.59 (bs, IH ), 7.27 (t, 
J=8. IHz , IH ),7.00 - 6.92 (m, 2H ), 6.87 - 6.81 (m, IH ), 3.89 
(s, 3H ), 2.94 (s, 3H ), 1.70 (s, 3H ). 

[0148] 

Woiking Example 1 (36) 

1 -methyl -3- ethyl -4- (3 -methojQrphfinyl amino ) pyrazob [5 
and 4 -b ] pyridine -5-carbQxaraide 

[Chemical Foimula 56 ] 
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H^N 




[0149] 

TLC:Rf 0.59 (I^^X^^U); 

NMR (DMSO-dfi) : 6 10.87 (s, IH), 8.74 
(s, IK), 8.21 (br.s, IH), 7.56 (br.s, IH), 7.17 
a J = 8.1 Hz, IH), 6.70-6.60 (m, 2H), 6.5 
8 (m, 1H),3.90 (s, 3H), 3.68 (s, 3H), 1.98 
(q, J = 7.2 Hz, 2H), 0.93 (t, J = 7.2Hz, 3 
H)„ 

[0150] 



[0149] 

TLC:Rf 0.59 (ethylacetate ); 

nmr (DMSO -d<sub>6<ysub>):;de 10.87 (s, IH ), 8.74 (s, 
IH ), 8.21 (br.s, IH ), 7.56 (br.s, IH ), 7.17 (t J=8.1H2 , IH ), 
6.70 - 6.60(m, 2H ), 6.58 (m, IH ), 3.90 (s, 3H ), 3.68 (s, 3H ), 
1.98 (q, J=7.2Hz , 2H ), 0.93 (t, J=7.2Hz , 3H ). 



[0150] 
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mmm 1(37) 

i,3-vy^;u-4-(3-v^D-;?^;u:i-+v:7x^vur 

5/)tf^yD[5,4-b]e'je5>-5-*;U7t<+-itSK 
[<b 57] 



2002-1-23 



Working Example 1 (37) 

1 and 3 -dimethyl -4- (3 -cyclobutyl oxy phenylamino ) 
pyra2olo [5 and 4 -b ] pyridine -5-carboxainide 

[C3iemical Fomiula 57 ] 



O HN 



CH»" 




[0151] 

TLC:Rf 0.50 (h;H>:Mx^;u=l :20); 

NMR (DMSO-de) : 6 11.08 (br, IH), 8.74 
(s, IH), 8.25 (br, IH), 7.60(br, IH), 7.19 (d 
d, J = 8.0, 8.0 Hz, IH), 6.68-6.56 (m, 3H), 
4.61 (quintet, J = 7.1 Hz, IH), 3.88 (s, 3H), 
2.35-2.23 (m, 2H), 2.03-1.85 (m, 2H), 1 .79 
-1.64 (m, IH), 1.89 (s, 3H), 1.64-1.49 (m, 1 
H)o 

[0152] 

1(38) 

l,3-VP<^7U-4-(3-((3S)-l-^h-+V*/L'7H-/Ut° 
□ 'Jv>-3-'f;i.:l-+v)7x-;ur5>')t°^yn 
[5,4-b]e'Ji;>-5-*;U7|«:^rit5K 

[^b 58] 



[0151] 

TLC:Rf 0.50 (toluene :ethylacetate =1:20); 

nmr (DMSO -d<^b>6</sub> ):;de 1 1.08 (br, IH ), 8.74 (s, 
IH ), 8 25 (br, IH ), 7.60 (br, IH ), 7.19 (dd, J=8.0, 8.0Hz , 
IH ), 6.68 - 6.56(ni, 3H ), 4.61 (quintet, J=7.1Hz , IH ), 3.88 
(s, 3H ), 2.35 - 2.23 (m, 2H ), 2.03 - 1.85 (m, 2H ). 1.79 - 1.64 
(m, IH ),1.89 (s, 3H ), 1.64 - 1.49 (m, IH ). 



[0152J 

Working Example 1 (38) 

1 and 3 -dimethyl -4- (3 - (3 S ) - 1 -methojqrcarbonyl 
pyrrolidine -3- yloxy ) phenylamino ) pyrazolo [5 and 4 -b ] 
pyridine -5-carboxamide 

[Qietnical Formula 58 ] 
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H 



N 



CH 



3 



[0153] 

TLC:Rf 0.55 (IfiKl-^^U:^'^'/— ;U=10:1); 

NMR (DMSO-ds) : 8 10.93 (br, IH), 8.73 
(s, IH). 8.19 (br, IH), 7.55(br, IH), 7.20 (d 
d, J - 8.4, 8.4 Hz, IH), 6.72-6.63 (m, 3H), 
4.99 (m, IH), 3.87 (s, 3H), 3.57 & 3.55 (s, 
3H), 3.53-3.27 (m, 4H), 2.18-1.95 (m,2H) , 
1.68 (s, 3H)„ 

[0154] 

mmm 1(39) 

l,3-5;^^yU-4-(3-th*n=^r*>"7x^;ur5y)tf7 
Vn[5,4-b]tfUS?>-5-*yU/t<+it5K 

[^b59] 



[0153] 

TLC:Rf 0.55 (eHiylacetate :methanol=10:l ); 

nmr (DMSO -d<sub>6<sub>):;de 10.93 (br, IH ), 8.73 (s, 
IH ), 8.19 (br. IH ), 7.55 (br, IH ), 7.20 (dd, J=8.4, 8.4Hz , 
IH ), 6.72 - 6.63(ni, 3H ), 4.99 (m, IH ), 3.87 (s. 3H ). 3.57 
&aiiip; 3.56 (s, 3H ), 3.53 - 3.27 (m, 4H ), 2.18 - 1.95 (m, 
2H),1.68(s,3H). 

[0154] 

Wcddng Example 1 (39) 

1 and 3 -dimet%l -4- (3 -hydrojq^enyl amino ) pyrazolo [5 
and 4 -b ] pyridine -5-carbcKamide 

[CSiemical Formula 59 ] 
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HoN 




[0155] 

TLC:Rf 0.27 (<7nn/tx;UA:^^r>'-;u=lO:l); 

NMR CDMSO-d<i) : 6 10.91 (s. IH), 9.43 
(s, IH), 8.72 (s, IH), 8.20 (br.s, IH), 7.54 (b 
r.s, IH), 7.09 (t. J = 7.8 Hz, IH), 6.55-6.45 
(ra, 3H),3.87 (s, 3H). 1.70 (s, 3H)o 

[0156] 

Hfifi^lJ 1(40) 

l-(4.;>t^;u:7x-^U)-3-y^;U-4-(3-^h^v7x 



[0155] 

TLC:Rf 0.27(chlorofonn :melhanol=10:l ); 

ranr (DMSO -d<sub>6<;/sub>):;dc 10,91 (s, IH ), 9,43 (s, 

IH \ 8.72 (s, IH \ 8.20 (br.s, IH \ 7.54 (br s, IH \ 709 (t, 
J=7.8Hz , IH ),6.55 - 6.45 (m, 3H ), 3.87 (s, 3H ), L70 (s, 
3H). 

[0156] 

Woiking Example 1 (40) 

1 - (4 -methylphenyl ) - 3 -methyl -4- (3 -methoxyphenyl 
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— ;UT5>')l::7yn[5,4-b]t°U v>-5-:fayU7H+"y" amino )pyrazolo [5 and4 -b ] pyridine -5-carboxamide 
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2002-1-23 



[0157] 

TLC:Rf 0.60 «7nn7|%yUA:^t^>'— ;U=9:1); 

NMR (DMSO-d<s) : 6 10.91 (s, IH), 8.79 
(s, IHX 8.26 (brs, IH), 8.03(d, J - 8.1 Hz, 
2H). 7.66 (brs, IH), 7.31 (d, J = 8.1 Hz, 2 
H), 7.21 (t,J = 8.4 Hz, IH), 6.75-6.67 (m, 3 
H), 3.71 (s, 3H), 2.35 (s, 3H), 1.79 (s, 3H)„ 

[0158] 

MMM 1(41) 

l.y^;U.4-(3->h=*ri/:7x=.yUT5>')lf7Vn[5, 

4-b]tf'Jv>-5-*;U7H+-y-5K 
[^b6i] 



[0157] 

TLC:Rf 0.60 (chlorofoon :methanol =9:1); 

nmr (DMSO -d<sub>6</sub> ):;de 10.91 (s, IH ), 8.79 (s, 
IH ), 8.26 (brs, IH ), 8.03 (d, J=8.1Hz , 2H ), 7.66 (bre, IH ), 
7.31 (d, J=8.1Hz , 2H ),7.21 (t, J=8.4Hz , IH ), 6.75 - 6.67 (m, 
3H ), 3,71 (s, 3H ), 2.35 (s, 3H ), 1 .79 (s, 3H ). 

[0158] 

Woikii^ Example 1 (41) 

1 -methyl -4- (3 -methoxyphenyl amino ) pyiazob [5 and 4 
-b ] pyridine -5-carboxamidfi 

[Chemical Fonnula 61 ] 
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[0159] 

TLC:Rf 0,31 d^iftl-^^^U); 

NMR CDMSO-dfi) : d 11.49 (s, IH), 8.72 
(s, IH), 8.14 (br.s, IH), 7.46 (br.s, IH), 7.38 
(t. J = 7.5 Hz, IH), 7.00-6.85 (m. 3H), 6.6 
7 (s. 1H).3.89 (s. 3H), 3.75 (s. 3H)o 



[0159] 

TLC:Rf 0.31 (ethylacctate ); 

nmr (DMSO -d<sub>6</sub> ):;dc 1 1 .49 (s, IH ), 8.72 (s, 
IH X 8 14 (br.s, IH ), 7.46 (br.s, IH ), 7.38 (t, J=7.5Hz , IH ), 
7.00 - 6.85(m, 3H ), 6.67 (s. IH ), 3.89 (s. 3H ), 3.75 (s, 3H ). 
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[0160] 

mmm 1(42) 

1 -(3->h+i'"7x^;U>3-y^JU-4-(3-^ h4ri>"7x 

^;uT5>')tf^yD[5,4-b]tfUi^>-5-*;U7H+-9- 

SK 



[0160] 

Woridng Example 1 (42) 

1 - (3 -methoxyphenyl ) - 3 -methyl -4- (3 -methoxyphenyl 
amino ) pyrazolo [5 and 4 -b ] pyridine -5-carboxamide 



[Chemical Fonnula 62 ] 

0 ' 



O 




H 




[0161] 



[0161] 
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TLC:Rf 0.36 «7nn-t?/UA:^'^>'— ;U=9:1); 

NMR (DMSO-d6) : d 10.92 (s, IH), 8.82 
(s, IH), 8.35-8.20 (brs, IH), 7. 82-7.79 (m, 2 
H), 7.73-7.60 (brs, IH), 7.42 (t, J = 8.1 Hz, 
IH), 7.22(t, J = 8.1 Hz, IH), 6.89- 6.85 (m, 
IH), 6.75-6.68 (m, 3H), 3.82 (s, 3H), 3.71 
(s. 3H). 1.80 (s, 3H)o 

[0162] 

^■^m 1(43) 

1 .(4.;<h^*>:7x^/U>3->^;U-4-(3 .?< h+i^^?! 

^</UT5y)t°5yn[5,4-b]t°'Ji;>-5-:*i;U7H+-9- 
63] 



TLC:Rf 0.36(chlorofoan ;methanol=9 : 1 ); 

nmr (DMSO -d6 ):;de 10.92 (s, IH ), 8.82 (s, IH ), 8.35 - 8.20 
(brs, IH ), 7.82 - 7.79 (iti, 2H ), 7.73 -7.60 (brs, IH ), 7.42 (t, 
J=8.1Hz, lH),7.22(t,J=8.1Hz, IH), 6.89- 6.85 (m, IH), 
6.75 - 6.68 (m, 3H ), 3.82 (s, 3H ),3.71 (s, 3H ), 1.80 (s, 3H ). 

[0162] 

Working Example 1 (43) 

1 - (4 -methoxyphenyl ) - 3 -methyl -4- (3 -methoxyphenyl 
amino ) pyrazob [5 and 4 -b ] pyridine -5-carboxaraide 

[Chemical Formtda 63 ] 
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o 





O-CH3 



[0163] 



[0163] 
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TLC:Rf 0.46 «7nnit!/UA:^t^>'— ;U=9:1); 

NMR (DMSO-d«) : 6 10.93 (s, IH), 8.78 
(s, IH), 8.30-S.20 (brs, 1H),8.00 (d, J = 9.0 
Hz, 2H), 7.67-7.58 (brs, IH), 7.22 (t, J = 8.1 
Hz, IH), 7.08 (d, J = 9.0 Hz, 2H), 6.75-6.6 
7 (m, 3H), 3.80 (s, 3H), 3.71 (s, 3H), 1.79 
(s. 3H)a 

[0164] 

1(44) 

l-(3-;«t^7U:7x-;U)-3->-3^JL-4-(3-:»th+V'7i 
^</UT5y)t°5yn[5,4-b]t°'Ji;>-5-*;U7H+-9- 
5K 

[^b 64] 



2002-1-23 

TLC:Rf 0.46(chlorofonn ;methanol=9 : 1 ); 

nmr (DMSO -d<^b>6<;/sub>):;de 10.93 (s, IH ), 8.78 (s, 
IH ), 8.30 - 8.20 (brs, IH ), S.OO (d, J=9.0Hz , 2H ), 7.67 - 
7.58(brs, IH ), 7.22 (t, J=8.1Hz , IH ), 7.08 (d, J=9.0Hz , 
2H ), 6.75 - 6.67 (m, 3H X 3.80 (s, 3H ), 3.71 (s, 3H ), 1 .79 (s, 
3H). 

[0164] 

Working Example 1 (44) 

1 - (3 -methylphenyl ) - 3 -methyl -4- (3 -methoxyjiienyl 
amino ) pyrazob [5 and 4 -b ] pyridine -5-carboxamide 

[Chemical Foimtda 64 ] 
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o 



^CH 



0 HN 




^ N 




[0165] 

TLC:Rf 0.45({7PP7tx7UA:y'$'/— ;U=9:1); 

NMR (DMSO-d«) : 8 10.92 (s, IH), 8.81 
(s, IH), 8.26 (brs, IH), 8.00-7.95(m, 2H), 7.6 
7 (brs, IH), 7.40 (t, J =7.8 Hz, IH), 7.21 (t, 
J=7.8 Hz, IH), 7.12 (d. J=7.8Hz, IH), 6.80- 
6.65 (m, 3HX 3.71 (s, SH), 2.39 (s,3H), 1.80 



[0165] 

TLC:Rf 0.45 (chloroform methanol =9 : 1 ); 

nmr (DMSO -d<^b>6</sub> ):;de 10.92 (s, IH ), 8.81 (s, 
IH ), 8.26 (brs, IH ), 8.00 - 7.95 (m, 2H ), 7.67 (brs, IH ), 
7.40(t, J=7.8Hz , IH ), 7.21 (t, J=7.8Hz , IH ), 7.12 (d, 
J=7.8Hz , IH ), 6.80 - 6.65 (m, 3H ), 3.71 (s, 3H ). 2.39 (s. 
3HX 1 80(s,3H). 
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(S, 3H)e 

[0166] 

mmm 1(45) 

l-:>t^;U-3-v^?0'^>^;U-4-(3-^h^v7x-;U 

T5/)lf^v/n[5,4-b]lf'j:;>-5-*;U7t?:^--it5K 

[^b 65] 



3H), 1 80(s,3H). 
[0166] 

Woiking Example 1 (45) 

1 -methyl -3- cyclopentyl -4- (3 -melhojqfphenyl amino ) 
pyrazolo [5 and 4 -b ] pyridine -5-carboxamide 

[Chemical Fonnula 65 ] 




N 



CH 



[0167] 



[0167] 
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TLC:Rf 0.50 (^yOD-tv/UAi^t^/— /U=10:l); 

NMR (DMSO-d«) : 6 10.82 (s, IH), 8.74 
(s, IH), 8.21 (bs, IH), 7.56(bs, IH), 7.17 (d, 
J = 8.1 Hz, IH), 6.70-6.61 (m, 2H), 6.56 
(d, J = 8.1Hz, IH), 3.91 (s, 3H), 3.69 (s, 3 
H), 2.25-2.10 (m, IH), 1.65-1.43 (m, 6H), 1. 
35-1.15 (m. 2H)o 

[0168] 

^■mm 1(46) 

l-(2-(7PP:7x.Z.;U)-3->^;U-4-(3-yh+v'7i 
^</UT5y)t°5yn[5,4-b]t°'Ji;>-5-:*i;U7H+-9- 
5K 

[^b 66] 



TLC:Rf 0.50 (chloroform ;methanol=10:l ); 

nmr (DMSO -d<^b>6<;/sub> ):;de 10.82 (s, IH ), 8.74 (s, 
IH ), 8.21 (bs, IH ), 7.56 (bs, IH ), 7.17 (d, J=8.1H2 , IH ), 
6.70 - 6.61(m, 2H ), 6.56 (d, J=8.1Hz , IH ), 3.91 (s, 3H ), 
3.69 (s, 3H X 2.25 - 2. 10 (m, IH ), 1.65 - 1.43 (m, 6H ), 1.35 
-1.15 (m,2H). 

[0168] 

Woiking Example 1 (46) 

1 - (2 -chlorophenyl ) - 3 -methyl -4- (3 -methoxyphenyl 
amino ) pyrazob [5 and 4 -b ] pyridine -5-carboxamide 

[Chemical Fomitda 66 ] 
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[0169] 

TLC:Rf 0.48 (^+-9->:l^ifel^;U=l:3); 

NMR (DMSO-ds) : d 10.93 (br, IH), 8.67 
(s, IH), 8.23 (br, IH), 7.70(dd, J = 7.7, 1.8 
Hz, IH), 7.66-7.49 (m, 4H), 7.25 (dd, J = 7. 
7, 7.7 Hz, IH), 6.78-6.67 (m, 3H), 3.72 (s, 3 
H), 1.78 (s, 3H)„ 

[0170] 

mmm 1(47) 

l-(3-'j7PP:7x^;U)-3->^;U-4-(3-yh4^iy7x 

^;uT5>')e^yp[5,4-b]tf'Jv>-5-*vu7H+t*- 

[^b67] 



[0169] 

TLC:Rf 0.48 (hexane :ethylacetate =1:3 ); 

nmr (DMSO -d<sub>6</sub> ):;de 10.93 (br, IH ), 8.67 (s, 
IH ), 8.23 (br, IH ), 7.70 (dd, J=7.7, 1.8Hz , IH ), 7,66 - 7.49 
(m, 4H ), 7.25(dd, J=7.7, 7.7Hz . IH ). 6.78 - 6.67 (m. 3H ). 
3.72 (s,3H), 1.78 (s, 3H). 

[0170] 

Woiking Example 1 (47) 

1 - (3 -chlorophenyl ) - 3 -methyl -4- (3 -methoxyphenyl 
amino ) pyrazolo [5 and 4 -b ] pyridine -S-carboxamide 

[Chemical Fonnula 67 ] 
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O HN 




^ N 




[0171] 

TLC:Rf 0.50 (/^+-y->:Pi|I^;U=l:l); 

NMR (DMSO-de) : 8 10.95 (br, IH), 8.84 
(s, IH), 8.39 (dd, J = 2.0,2.0 Hz, IH), 8.28 
(br, IH), 8.22-8.18 (m, IH), 7.70 (br, IH), 7. 



[0171] 

TLC:Rf 0.50 (hexane :ethylacetate =1:1 ); 

nmr (DMSO -d<siib>6<i'sub> ):;de 10.95 (hr, IH X 8.84 (s, 
IH ), 8.39 (dd, J=2.0, 2.0Hz , IH ), 8.28 (br, IH ), 8.22 - 8.18 
(m, IH ), 7.70(br, IH ), 7.55 (dd, J=8.1, 8.1Hz , IH ), 7.38 - 
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55 (dd,J = 8.1, 8.1 Hz, IH), 7.38-7.33 (m, 1 
H), 7.22 (dd, J = 8.0, 8.0 Hz, 1H),6. 79-6.68 
(m, 3H), 3.72 (s, 3H), 1.79 (s, 3H)„ 

[0172] 

1(48) 

l-(4-'j7nn7x^;U)-3->^JU-4-(3 .jtK+v7x 
-</U75/)tf^yn[5,4-b]tf'Ji;>-5-*yU7K^r-9- 
SK 

[^b 68] 



7.33 (m, IH ), 7.22 (dd, J=8.0, 8.0Hz , IH ), 6.79 - 6.68 (m, 
3H ), 3.72 (s, 3H ), 1 .79(s, 3H ). 

[0172] 

Working Example 1 (48) 

1 - (4 -chlorophenyl ) - 3 -methyl -4- (3 -mcthojgrphenyl 
amino ) pyrazolo [5 and 4 -b ] pyridine -5-carboxamide 

[Chemical Fomula 68 ] 
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[0173] 

TLC:Rf 0.38 (^+-9->:l^ifel^-»U=l:l); 

NMR (DMSO-ds) : d 10.94 (br, IH), 8.81 
(s, IH), 8.29 (br, IH), 8.26(d, J = 9.0 Hz, 2 
H), 7.69 (br, IH), 7.58 (d, J = 9.0 Hz, 2H), 

7.22 (dd,J = 8.1, 8.1 Hz, IH), 6.77-6.67 (m, 

3H), 3.71 (s, 3H), 1.79 (s, 3H)„ 

[0174] 

MMM 1(49) 

l-i^;u-3-;t^/U-4<3-yh+i/7x^;u75>')tf 

[^b 69] 



[0173] 

TLC:Rf 0.38 (hexane :ethylacetate =1:1 ); 

nmr PMSO -d<sub>6</sub> ):;de 10.94 (br, IH ), 8.81 (s, 
IH ), 8.29 (br, IH ), 8.26 (d, J=9.0Hz , 2H ), 7.69 (br, IH ), 
7.58 (d, J=9.0Hz , 2H ),7.22 (dd, J=8.1. 8.1Hz . IH ), 6.77 - 
6.67 (m, 3H % 3.71 (s, 3H ), 1.79 (s, 3H ). 

[0174] 

Woiking Example 1 (49) 

1 -ethyl -3- methyl -4- (3 -methoxyphenyl amino ) pyrazob [5 
and 4 -b ] pyridine -5-carboxamide 

[Chemical Fonnula 69 ] 
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H..N 




[0175] 

TLC:Rf 0.51 (^□□7h;UA:p'^t/— ;U=9;1); 

NMR (DMSO-d<) : 6 10.93 (s, IH), 8.71 
(s, IH), 8.22-8.15 (brs, lH),7.60-7.50 (bus, 1 
H), 7.20 (dd, J = 8.7, 7.8 Hz, IH), 6.70-6.67 
(m, 2H),6.63 (d, J = 8.7 Hz, IH), 4.31 (q, 
J = 7.2 Hz, 2H), 3.70 (s, 3H), 1.69(s, 3H), 
1.35 (t, J = 7.2 Hz, 1H)„ 

[0176] 



[0175] 

TLC:Rf 0.51 (chlorofarm :methanol=9 : 1 ); 

nmr (DMSO -d<isub>6<ysub>):;de 10.93 (s, IH ), 8.71 (s, 
IH ), 8.22 - 8.15 (brs, IH ), 7.60 - 7.50 (brs, IH ), 7.20(dd, 
J=8.7, 7.8Hz , IH ), 6.70 - 6.67 (m, 2H ), 6.63 (d, J=8.7Hz , 
IH ), 4.31 (q, J=7.2Hz , 2H ), 3.70 (s, 3H ), 1.69 (s, 3H ), 1 .35 
(t, J=7.2Hz, IH). 

[0176] 
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l-(2-;>i^7U7i^^U)-3-y^JL'-4-(3-/h+v7i 

-}VTs.yyd^'Jn[5,4-h]iffyJy-5-i3i\,j^^-^ 
5K 

[^b 70] 



Woddng Example 1 (50) 

1 - (2 -methylphenyl ) - 3 -methyl -4- (3 -methoxyphenyl 
amino ) pyrazolo [5 and 4 -b ] pyridine -5-carboxamidfi 

[Chemical Fomiula 70 ] 
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o 




H^N 




[0177] 

TLC:Rf 0.45(^PP7h;UA:y^r>'— vu=9:l); 

NMR CDMSO-ds) : 8 10.95 (s, IH), 8.67 
(s, IH), 8.21 (brs, IH), 7.59(brs, IH), 7.45-7. 
30(m, 4H), 7.24 (t, J=8.1 Hz, IH), 6.80-6.60 



[0177] 

TLC:Rf 0.45 (chloroform methanol =9 : 1 ); 

nmr (DMSO -d<siib>6<i'sub> ):;de 10.95 (s, IH ), 8.67 (s, 
IH ), 8.21 (brs, IH ), 7.59 (brs, IH ), 7.45 - 7.30 (m, 4H ), 
7.24(t, J=8.1Hz , IH ), 6.80 - 6.60 (m, 3H ), 3.72 (s, 3H ), 
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(m, 3H),3.72 (s, 3H), 2.05 (s, 3H), 1.78 (s, 
3H)„ 

[0178] 

nmm i(5i) 

i-e/<7n/<:/^ju-3-y^;u-4-(3-/h^e/7x-;u 

r5/)t7'/P[5,4-b]t°'Ji^>-5-*yi'7H=^r+^5K 

[^b7i] 



2.05 (s,3H), 1.78 (s, 3H). 
[0178] 

Working Example 1 (51) 

1 -cyclopentyl -3- methyl -4- (3 -metiiajgrphenyl amino ) 
pyrazolo [5 and 4 -b ] pyridine -5-carboxamide 

[Chemical Fomiula 71 ] 
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[0179] 

TLC:Rf 0,35 «7PD;t^;UA:^^r/— ;U=10:1); 



[0179] 

TLC:Rf 0.35 (chloroform :me1hanol=10:l ); 
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NMR (DMSO-d^) : 6 10.91 (s, IH), 8.70 
(s, IH), 8.18 (br.s, IH), 7.54 (br.s, IH), 7.19 
(t, J = 8.4 Hz, IH), 6.75-6.60 (m, 3H), 5.2 
3 (quintet, J = 7.4 Hz, IH), 3.70 (s, 3H), 2. 
10-1.75 (m, 6H), 1.70 (s, 3H), 1.75-1.60 (tn, 
2H)„ 

[0180] 

ll«6«IJ 1(52) 

l-:?^;U-3-P«^;U-*-(3-pth+5^:7x-;UT5-/)tf 

□[5,4-b]t°u e^^-s-i^^UTi^^-y-sK 

[<b 72] 



nmr (DMSO -d<^b>6</sub>):;de 10.91 (s, IH ), 8.70 (s, 
IH), 8.18 (br.s, IH ), 7.54 (br.s, IH), 7.19 (t, J-8.4H2, IH), 
6.75 - 6.60(m, 3H ), 5.23 (quintet, J=7.4Hz , IH ), 3.70 (s, 
3H ), 2. 10 - 1.75 (m, 6H ), 1.70 (s, 3H ), 1.75 - 1.60 (m, 2H ). 



[0180] 

Woiking EKample 1 (52) 

1 -butyl -3- methyl -4- (3 -mcthoxyphenyl amino ) pyrazolo 
[5 and 4 -b ] pyridine -S-carboxamide 



[Chemical Foraiula 72 ] 
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[0181] 

TLC:Rf 0.40(^7PP7h;UA:/^f>'— ;U=9:1); 

NMR (DMSO-ds) : 6 10.94 (s, IH), 8.71 
(s. IH). 8.19 (bre, IH), 7.55(brs. IH). 7.23-7. 
17 (m, IH), 6.73-6.60 (m, 3H), 4.28 (t, J = 
7.0 Hz, 2H), 3.69 (s, 3H), 1.77(quint., J = 7. 
OHz, 2H), 1.68 (s, 3H), 1.20 (tq, J= 7.0, 7.5 
Hz, 2H), 0.8 7 (t, J = 7.5 Hz, 3H)„ 

[0182] 

1(53) 



[0181] 

TLC:Rf 0.40 (chloroform methanol =9:1); 

nmr (DMSO -d<sub>6^sub>):;de 10.94 (s, IH ), 8.71 (s, 
IH ), 8.19 (brs, IE ), 7.55 (bis, IH ), 7.23 - 7.17 (m, IH ), 
6.73- 6.60 (m, 3H ), 4.28 (t, J=7.0Hz , 2H ), 3.69 (s, 3H ), 
1.77 (quint, J=7.0Hz , 2H ), 1.68 (s, 3H ), 1.20 (tq, J=7.0, 
7.5Hz , 2H ), 0.87 (t, J=7.5Hz , 3H ). 

[0182] 

Working Example 1 (53) 
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tf7yD[5,4-b]tf'Ji;>-5-^;i.7K:¥-9-5K 

[^b 73] 



1 -propyl -3- methyl -4- (3 -methojq'phenyl amino ) pyrazolo 
[5 and 4 -b ] pyridine -S-carboxamide 

[Oiemical Fomiula 73 ] 




[0183] 

TLC:Rf 0.40(i7DD7h:yUA:;>t^t>'— ;u=9:i); 
NMR (pMSO-d<) : d 10.94 (s, IH), 8.71 



[0183] 

TLC:Rf 0.40 (chloroform methanol =9:1); 

nmr (pMSO -d<isiib>6<ysub>):;de 10.94 (s, IH ), 8.71 (s. 
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(s, IH), 8.18 (brs, IH), 7.55(brs, IH), 7.23-7. 
17 (m, IH), 6.71-6.62 (m, 3H), 4.23 (tq, J = 
6.6 Hz,2H), 3.69 (s. 3H), 1.80 (t, J = 6.6, 
7.2 Hz, 2H), 1.69 (a, 3H), 0.81 (t,J = 7.2 H 
z, 3H)o 

[0184] 

MMm 1(54) 

i-y^jU-3-y^;u-4-(3-(-)th+$/*;U/K-;uT5 

y)7x-;UT5/)t°^VP[5,4-b]tf'Ji^>-5-*;U 



[<b 74] 



IH ), 8,18 (brs, IH ), 7.55 (brs, IH ), 7.23 - 7.17 (m, IH ), 
6.71- 6.62 (m, 3H ), 4.23 (tq, J=6.6Hz , 2H ), 3.69 (s, 3H ), 
1.80 (t, J=6.6, 7.2Hz , 2H ), 1.69 (a. 3H ). 0.81 (t, J=7.2Hz , 
3H). 

[0184] 

Working Example 1 (54) 

1 -methyl -3- methyl -4- (3 - ( [metokishikaruboniruamino ] ) 
phenylamino ) pyrazolo [5 and 4 -b ] pyridine -5-carboxamide 

[Chemical Fonnula 74 ] 



o HN 



3 H 




CH 



[0185] 

TLC:Rf 0.41 (^7PP7t%;UA:^t^fy'— ;L'=10:1); 

NMR (DMSO-d«) : 6 10.99 (s, IH), 9.62 
(s, IH), 8.73 (s, IH), 8.21 (br. IH), 7.56 (br, 
IH), 7.23-7.19 (m, 3H), 6.75-6.71 (m, IH), 
3.87 (s, 3H), 3.61 (s, 3H), 1.67 (s, 3H)o 

[0186] 

mmm 1(55) 

l-*>^n'N+i/^U.3./^;U-4-(3-;ih^*>:7i= 

;ur5votf'7yD[5,4-b]e'ji;>-5-*yu7K+-9-5 

K 

lit 75] 



[0185] 

TLC:Rf 0.41 (chloroform methanol =10:1 ); 

nmr (DMSO -d<sub>6<ysub> ):;de 10.99 (s, IH ), 9.62 (s, 
IH), 8.73 (s, IH ), 8.21 (br, IH ), 7.56 (br, IH ), 7.23 - 
7.19(ni, 3H ), 6.75 - 6.71 (m, IH ), 3.87 (s, 3H ), 3.61 (s, 3H ), 
1.67 (s,3H). 

[0186] 

Wo±ing Example 1 (55) 

1 -cyclohexyl -3- methyl -4- (3 -methoxyphenyl amino ) 
pyrazolo [5 and 4 -b ] pyiidine -5-carboxamide 

[Chemical Fonnula 75 ] 
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[0187] 

TLC:Rf 0.50 «7nn7|%yUA:^t^y— ;U=9:1); 

NMR (CDCI3) : 6 10.54 (s, IH), 8.51 (s, 1 
H), 7.22-7.15 (m, IH), 6.73-6.66 (m, 3H), 5. 
90-5.70 (brs, 2H). 4.78-4.68 (m, IH). 3 76 (s, 
3H), 2.05-1.85 (m, 6H.), 1.80 (s, 3H), 1.75- 
1.20 (m, 4H)„ 

[0188] 

MMm 1(56) 

l-(2-jlh^i/7x^;U>3-;t^jU-4-(3-yh+*>7x 

^;uT5>')e^yp[5,4-b]tf'Jv>-5-*vu7H+t*- 

5K 

lit 76] 



[0187] 

TLC:Rf 0.50 (chlorofoon ;methanol =9:1); 

nmr (CDCl<sub>3<;'sub> ):;de 10.54 (s, IH ), 8.51 (s, IH ), 
7.22 - 7.15 (m, IH ), 6.73 - 6.66 (m, 3H ), 5.90 -5.70 (brs, 
2H ), 4.78 - 4.68 (m, IH ), 3.76 (s, 3H ), 2.05 - 1.85 (m, 6H ), 
1.80 (s, 3H ), 1.75 - 1.20(m, 4H ). 

[0188] 

Woiking Example 1 (56) 

1 - (2 -methoxyphenyl ) - 3 -methyl -4- (3 -methoxyphenyl 
amino ) pyrazolo [5 and 4 -b ] pyridine -5-carboxaniidfi 

[Chemical Fonnula 76 ] 
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0 



O HN 




N 




P-CH3 



[0189] 

TLC:Rf 0.52 «7PP7N;UA:pt^/— ;U=9:1); 

NMR (DMSO-dfi) : d 10.87 (s, IH), 8.63 
(s, IH), 8.25-8.15 (his, lH),7.62-7.53 (brs, 1 
H), 7.52-7.46 (m, IH), 7.38-7.34 (m, IH), 7. 
27-7.21 (m, 2H), 7.10-7.05 (m, IH), 6.74-6.6 
6 (m, 3H), 3.73 (s, 3H), 3.70 (s, 3ir),1.77 (s, 
3H)„ 



[0189] 

TLC:Rf 0.52 (chloroform methanol =9 : 1 ); 

nmr (DMSO -d<sub>6<j'sub>):;de 10.87 (s, IH ), 8.63 (s, 
IH ), 8.25 - 8.15 (bra, IH ), 7.62 - 7.53 (bis, IH ), 7.52 -7.46 
(m, IH ), 7.38 - 7.34 (m, IH ), 7.27 - 7.21 (m, 2H ), 7.10 - 
7.05 (m, IH ), 6.74 - 6.66(m, 3H ), 3.73 (s, 3H ), 3.70 (s, 3H ), 
1.77 (s,3H). 
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[0190] 

mmm 1(57) 

i,3-i;y^;u-4-(3-:^/u/<*-<;L'-7x=.;ur5y)tf 

[<b 77] 



[0190] 

Woridng Example 1 (57) 

1 and 3 -dimethyl -4- (3 -carbamoyl phenylamino ) pyrazolo 
[5 and 4 -b ] pyridine -5-carboxamide 

[Chemical Formula 77 ] 




[0191] 



[0191] 
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TLC:Rf 0.34 (^yDD-tv/UAi^t^/— ;U=10:1); 

NMR (DMSO-d^) : 6 11.07 (s, IH), 8.76 
(s, IH), 8.23 (br, IH), 7.94(s, IH), 7.63-7.56 
(m, 3H), 7.39 (dd, J = 7.8, 7.8 Hz, IH), 7. 
35 (s, IH), 7.27-7.23 (m, IH), 3.88 (s, 3H), 
1.59 (s, 3H)o 

[0192] 

mmm kss) 

l,3.iJ>-^VU.4-(3-(T5/*;U/^^'1';U)7xZ.;U 

T5y)tf^V/n[5,4-b]e'Ji^>-5-*yU7K+Ht5K 

[^b 78] 



TLC:Rf 0.34 (chloroform ;methanol=10:l ); 

nmr (DMSO -d<^b>6<;/sub>):;de 11.07 (s, IH ), 8.76 (s, 
IH ), 8.23 (br, IH ), 7.94 (s, IH ), 7.63 - 7.56 (m, 3H ). 
7.39(dd, J=7.8, 7.8Hz , IH ), 7.35 (s, IH). 7.27 - 7.23 (m, 
1HX3.88 (s,3H),1.59(s, 3H). 



[0192] 

Working Example 1 (58) 

1 and 3 -dimethyl -4- (3 - (amino carbamoyl ) phenylamino ) 
pyrazolo [5 and 4 -b ] pyridine -5-carboxamide 

[Chemical Fonnula 78 ] 
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0 




H 
N 



^NH 




[0193] 

TLC:Rf 0.67 (^7PP7h;UA:y^/— ;i/=5:l); 

NMR (DMSO-de) : 6 11.05 (s, IH), 9.73 
(s, IH), 8.76 (s, IH), 8.23 (br, IH), 7.58-7.5 
1 (m, 3HX 7.39 (dd, J = 7.8, 7.8 Hz, IH), 
7.27-7.23 (m, IH), 4.75-4.35 (m, 2H), 3.88 
(s, 3H), 1.58 (s, 3H)„ 



[0193] 

TLC:Rf 0.67 (chloroform methanol =5:1 ); 

nmr (DMSO -d<sub>6</sub> ):;de 1 1 .05 (s, IH ). 9.73 (s. 
IH X 8,76 (s, IH ), 8.23 (br, IH ), 7.58 - 7.51 (m, 3H ), 
7.39(dd, J=7.8, 7.8Hz , IH ), 7,27 - 7.23 (m, IH ), 4.75 - 4.35 
(m. 2H ), 3.88 (s. 3H ), 1 .58 (s, 3H ). 
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mmm 1(59) 

l,3-^:;;»t9^^U-4-(3-(yh+i»h+e>px=./U7J 
>')tf7yD[5,4-b]tf«JS;>-5-*JU7H^-9-5K 

[<b 79] 



2002-1-23 

[0194] 

Woridng Example 1 (59) 

1 and 3 -dimethyl -4- (3 - (methoxy methojq: ) phenylamino ) 
pyra2Dlo [5 and 4 -b ] pyridbe -5-carboxamide 

[Chemical Formula 79 ] 



O HN 



HoN 



Vvi 

N 



,CH 



CH 



[0195] 

TLC:Rf 0.50 (pmx.^)y>; 

NMR (DMSO-de) : d 10.97 (s, IH), 8.73 
(s, IH), 8.20 (brs, IH), 7.55(brs, IH), 7.24-7. 
18 (m, IH), 6.80-6.68 (m, 3H), 5.12 (s, 2H), 
3.88 (S.3H), 3.31 (s, 3H), 1.69 (s, 3H)„ 

[0196] 

1(60) 

l,3-i?^^;i/-4-(3-((tKD+V-r5/)^^;U)7i 

^;uT5>')t°7yn[5,4-b]t°'je^>-5-*^U7H+-9- 
SK 

lit so] 



[0195] 

TLC:Rf 0.50 (ethylacetate ); 

ranr (DMSO -d<sub>6<ysub>):;de 10.97 (s, IH ), 8.73 (s, 
IH ), 8.20 (brs, IH ), 7.55 (brs, IH ), 7.24 - 7.18 (m, IH ), 
6.80- 6.68 (m, 3H ), 5.12 (s, 2H ), 3.88 (s, 3H ), 3.31 (s, 3H ), 
1.69 (s,3H). 

[0196] 

Working Example 1 (60) 

1 and 3 -dimethyl -4- (3 - (hydroxy imino ) methyl ) 
phenylEonino ) pyrazolo [5 and 4 -b ] pyridine -5-carboxamide 

[Oiemical Formula 80 ] 
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N«OH 



N 



N 



N 



CH 



[0197] 

TLC:Rf 0.47 (^nDThyUAi^t^/— ;U=S:1); 

NMR CDMSO-d«) : 8 11.23 (s, IH), 11.00 
(s, IH), 8,75 (s, IH), 8.22(br, IH), 8.07 (s, 1 
H), 7.57 (br, IH), 7.37-7.28 (m, 3H), 7.14-7. 
09 (m,lir), 3.88 (s, 3H), 1.66 (s, 3H)„ 

[0198] 

mmm i(6i) 

i,3-i;y^;u-4-(3-((yh+i^'r5/)>^;upx= 

;ur5/)tf^yn[5,4-b]e'Ji?>-5-*yU7H=^f-9-5 
K 

[^b8i] 



[0197] 

TLC:Rf 0.47 (chloroform :methanol =8:1 ); 

nmr (DMSO -d<Sub>6</sub> );;de 11. 23 (s, IH ), 1 1.00 (s, 
IH ), 8.75 (s, IH X 8.22 (br, IH ), 8.07 (s, IH ), 7,57 (br, 
IH ),7.37 - 7.28 (m, 3H ), 7.14 - 7.09 (m, IH ), 3.88 (s, 3H ), 
1.66 (s,3H). 

[0198] 

Working Example 1 (61) 

1 and 3 -dimethyl -4- (3 - (methoxyimino ) methyl ) 
phenylamino ) pyrazolo [5 and 4 -b ] pyridine -5-carboxamide 

[Chemical Foimula 81 ] 
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O HN 




[0199] 

TLC:Rf 0.57 (^?DD7N;UA:pt^fy-;U=8:l); 

NMR (DMSO-dfi) : 8 11.01 (s, IH), 8.75 
(s, IH), 8.21 (br, IH), 8.17(s, IH), 7.57 (br, 
IH), 7.38-7.31 (m, SH), 7.16-7.11 (m, IH), 
3.88 (s, 3H), 3.84 (s, 3H), 1.65 (s, 3H)„ 

[0200] 

HJfi^lJ 1(62) 

i,3-v;>t^;u-4-(3-((rs/'r5/).?t^;u)7'x-yu 
T5>0tf^'/P[5,4-b]tf'Ji?>-5-^ly^7t^:^^^^■5K 

at 82] 



[0199] 

TLC:Rf 0.57 (chloroform methanol =8:1 ); 

nmr (DMSO -d<sub>6<;'sub>):;de 1 1.01 (s, IH ), 8.75 (s. 
IH ), 8 21 (br, IH ), 8.17 (s, IH ), 7.57 (br, IH ), 7.38 - 
7.31(m, 3H X 7.16-7.11 (m, IH ), 3.88 (s, 3H ), 3.84 (s, 3H ), 
1.65 (s,3H). 

[0200] 

Wo±ing Example 1 (62) 

1 and 3 -dimethyl -4- (3 - (amino imino ) methyl ) 
phenylamino ) pyrazolo [5 and 4 -b ] pyridine -5-carboxamide 

[Chemical Fonnula 82 ] 
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NH 



[0201] 

TLC;Rf 0.47 (^□□t^^UA;;'^/— ;U=8;1); 

NMR (pMSO-d<) ; d 10.99 (s, IH), 8.74 
(s, IH), 8.20 (br, IH), 7.60(s, IH), 7.56 (br, 
IH), 7.30-7.16 (m, 3H), 6.99-6.96 (m, IH), 
6.77 (s, 2H), 3.88 (s, 3H), 1.64 (s, 3H)o 

[0202] 

mmm i(63) 

l,3-v:>t^/U-4-(3-i/T>'^x^;UT5^)tr^yP 
[5,4-b]lf' J iJ>-5-*;U7H=^-^t5K 

[^t 83] 



[0201] 

TLC:Rf0.47(chlorofonTi methanol =8:1 ), 

nmr (DMSO -d<sub>6</sub> );;de 10.99 (s, IH ), 8.74 (s, 
IH ), 8.20 (br, IH ), 7.60 (s, IH ), 7.56 (br, IH ), 7.30 - 
7.16(m, 3H ), 6.99 - 6.96 (m, IE ), 6.77 (s, 2H ), 3.88 (s, 3H ), 
1.64 (s,3H). 

[0202] 

Woridng Example 1 (63) 

1 and 3 -dimethyl -4- (3 -cyanophenyl amino ) pyiazolo [5 
and 4 -b ] pyndine -S-carboxamide 

[Chemical Formula 83 ] 
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[0203] 

TLC:Rf 0.38 (Will^^U); 

NMR (DMSO-dfi) : 8 10.83 (s, IH), 8.76 
(s, IH), 8.23 (br, IH), 7.60(br, IH), 7.56-7.4 
4 (m. 3H), 7.41-7.36 (m, IH), 3.91 (s, 3H), 
1.72 (s, 3H)o 

[0204] 

mmm i(64) 

l,3-v^^^l'-4-(3-((3S)-l-t-:fh+v:*J/U7K-7U 

tfpgi;>-3-i';u:i-^s/)-7i-;uTs/)tf^yD 

[5,4-b]e'JiJi/-5-*;U7H#-9-5K 
[^b 84] 



[0203] 

TLC:Rf 0.38 (ethylacetate ); 

nmr (DMSO -d<sub>6</sub> ):;de 10.83 (s, IH X 8.76 (s, 
IH ), 8.23 (br, IH ), 7.60 (br, IH ), 7.56 - 7.44 (m, 3H ), 7.41- 
7.36 (m, IH I 3.91 (s. 3H ), 1.72 (s. 3H ). 

[0204] 

Woifcing Example 1 (64) 

1 and 3 -dimethyl -4- (3 - (3 S ) - 1 -t-butojgrcarbonyl jpl 1 
pyrrolidine -3- yloxy ) phenylamino ) pyrazolo [5 and 4 -b ] 
pyridine -S-carboxamide 

[Chemical Formula 84 ] 
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0 hn^'S^Sd' 

VvC 



H3C CH3 

0 V-CH 

,0 



N 



CH 



[0205] 

TLC:Rf 035 (^7PP7t%;UA:ji^/— ;U=9:1); 

NMR (CDCI3) : d 10.59 (s, IH), 8.54 (s, 1 
H), 7.20-7.15 (m, IH), 6.78-6.63 (m, 3H), 6. 
00-5.70 (brs, 2H), 4.85-4.79 (m, IH), 4.00 (s, 

3H), 3.60-3.40 (m, 4H), 2.20- 2.00 (m, 2H), 

1.78 (s, 3H), 1.46 (s, 9H)o 

[0206] 

mmm ic65) 

i,3-v-^i^;u-4-(3-((3S)-i-Tt^;L.b:aUv>-3- 
'T;U:i-+i/px-;U75/)lf5V^P[5,4-b]lfys; 
>-5-:b;U7H^tl-5K 

[^b 85] 



[0205] 

TLC:Rf 0.35 (chloroform :methanol=9 : 1 ); 

ranr (CDCl<sub>3<sub> ):;de 10.59 (s, IH ), 8.54 (s, IH ), 
7.20 - 7.15 (m, IH 6.78 - 6.63 (m, 3H 6.00 -5.70 (brs, 
2H ), 4.85 - 4.79 (m, IH ), 4.00 (s, 3H ), 3.60 - 3.40 (m, 4H X 
2.20 - 2.00 (m, 2H ), 1.78(s, 3H ), 1.46 (s, 9H ). 

[0206] 

Working Example 1 (65) 

1 and 3 -dimethyl -4- (3 - (3 S ) - 1 -acetyl pyrrolidine -3- 
ylo?^ ) phenylamino ) pyrazolo [5 and 4 -b ] pyridine 
-5-carboxamide 

[Chemical Formula 85 ] 
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0 HN 




CH 



[0207] 

TLC:Rf 0.26 (^□□7t%7UA:/^f/— 7U=9:1); 

NMR (CDCI3) : d 10.61, 10.58 (s, IH), 8.5 
6, 8.55 (s, IH), 7.23- 7.15 (m, IH), 6.80-6.7 

0 (ra, IH), 6.65-6.61 (m, 2H), 6.00-5.80 (br, 
2H), 4.95-4.82 (m. Iff), 4.00 (s, 3H), 3.80-3. 
50 (m, 4H), 2.32-1.95 (m, 2H), 2.08, 2.04 (s, 

3ir), 1.79, 1.78 (s, 3H)c, 

[0208] 

mmm i(66) 

1 -^>^;U-3-.?<^;U-4-(3-.?t h+e^^i^^UTSy) 

lf^yp[5,4-b]tfyi^>-5-:^i;i/7t<++l-5K 

[<t 86] 



[0207] 

TLC:Rf 0.26 (chloroform methanol =9 : 1 ); 

ninr (CDCl<sub>3<sub> ):;de 10. 61 and 10. 58 (s, IH ), 8. 
56 and 8. 55 (s, IH ), 7.23 - 7.15(rn, IH ), 6.80 - 6.70 (m, 
IH ), 6.65 - 6.61 (m, 2H ), 6.00 - 5.80 (br, 2H ), 4.95 - 4.82 
(m, IH ),4.00 (s, 3H ), 3.80 - 3.50 (m, 4H), 2.32 - 1.95 (m, 
2H X 2. 08 and 2. 04 (s, 3H ), 1. 79and 1. 78 (s, 3H ). 

[0208] 

Woikiiig Example 1 (66) 

1 -pentyl -3- metiiyl -4- (3 -methoxyphenyl amino ) psfrazolo 
[5 and 4 -b ] pyridine -5-carboxamide 

[Chemical Formula 86 ] 
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o 



CH 



O HN 




^ N 



N 



V 



\ 



[0209] 

TLC:Rf 0,46 (^+-9->:B^^l^^U=2:3); 

NMR (DMSO-dfi) : d 10.92 (s, IH), 8.70 
(s, IH), 8.18 (br, IH), 7.54(br, IH), 7.23-7.1 
7 (m, IH), 6.71-6.67 (m, 2H), 6.65-6.61 (m, 
IH), 4.26(t, J = 7.2 Hz, 2H), 3.69 (s, 3H), 
1.84-1.73 (m, 2H), 1.69 (s, 3H), 1.36-1. 13 
(m, 4H), 0.82 (t. J = 7.1 Hz, 3H)o 



CH 



[0209] 

TLC:Rf 0.46 (hexane :ethylacetate =2:3 ); 

nmr (DMSO -d<sub>6<j'sub>):;de 10.92 (s, IH ), 8.70 (s, 
IH X 8.18 (br, IH ), 7.54 (br, IH ), 7.23 - 7.17 (m, IH ), 6.71- 
6.67 (m, 2H ), 6.65 - 6.61 (m, IH ), 4.26 (t, J=7.2Hz , 2H ), 
3.69 (s, 3H X 1.84 - 1.73 (m, 2H ), 1.69 (s, 3H ),1.36 -1.13 
(m, 4H ), 0.82 (t, J=7.1Hz , 3H ). 
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[0210] [0210] 

HJSfJ 1(67) Woridng Example 1 (67) 

l-i/^PT^Ptf ^U^-9^^U-3-y-9^;U-4-(3->h^S'"7 1 -cyclopropyl metiiyl -3- rnelhyl -4- (3 -methoxyphenyl 

X— ;UTS/)tf7*yP[5,4-b]tf Ui'>-5-*;U7t^=^ amino ) pyrazolo [5 and4 -b ] pyridine -5-carboxamide 
■9-SK 

[^b 87] [Chemical Fonnula 87 ] 





[0211] 

TLC:Rf 0.44 (^7nn7|%;UA:;'^f/— ;U=10:1); 



[0211] 

TLC:Rf 0.44 (chloroform :methanol =10:1 ); 
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NMR (DMSO-dfi) : 6 11.25 (bs, IH), 8.75 
(s, IH), 8.30 (bs, IH), 7.64(bs, IH), 7.25 (t. 
J = 7.8 Hz, IH), 6.84-6.66 (m, 3H), 4.20 (d, 
J = 7.2Hz, 2H), 3.72 (s, 3H), 1.68 (s, 3H), 
1.35-1.20 (iti, IH), 0.56-0.36 (m, 4H)o 

[0212] 

MMm 1(68) 

i-»>^p:?'ntf;uy^/u-3-i^;u-4-(3-^h*S/7 
x-;i,T5/)tf7yPl5.4-bJtf'JiJ>-5-*;U7H+ 

[<b 88] 



nmr (DMSO -d<Sub>6</sub> ):;de 1 1 .25 (bs, IH ), 8.75 (s, 
IH ), 8.30 (bs, IH ), 7.64 (bs, IH ), 7.25 (t.J=7.8Hz , IH ), 
6.84 - 6.66(m, 3H ), 4.20 (d, J=7.2Hz , 2H ), 3.72 (s, 3H ), 
1.68 (s, 3H ), 1.35 - 1.20 (m, IH ), 0.56 - 0.36 (m, 4H ). 

[0212] 

Working Example 1 (68) 

1 -cyclopropyl methyl -3- elliyl -4- (3 -methoxyphenyl 
amino ) pyrazolo [5 and 4 -b J pyridine -5-carboxaniide 

[Chemical Foraiula 88 ] 
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[0213] 

TLC:Rf 0.45 (^□□7h;UA:p'^t/— ;U=10:1); 

NMR (DMSO-dfi) : 6 10.87 (s, IH), 8.72 
(s, IH), 8.20 (bs, IH), 7.57(bs, IH), 7.19 (t, 
J = 8.1 Hz, IH), 6.74-6.56 (m, 3H), 4.19 (d, 
J = 7.2Hz, 2H), 3.70 (s, 3H), 2.01 (q, J = 
7.5 Hz, 2H), 1.35-1.20 (m, IH), 0.94(t, J = 
7.5 Hz. 3H), 0.54-0.35 (m, 4H)„ 

[0214] 



[0213] 

TLC:Rf 0.45 (chloroform :methanol =10:1 ); 

nmr (DMSO -d<sub>6<ysub>):;de 10.87 (s, IH ), 8.72 (s, 
IH ), 8.20 (bs, IH ), 7.57 (bs, IH ), 7.19 (t, J=S.lHz , IH ), 
6.74 - 6.56(m, 3H ), 4.19 (d, J=7.2Hz , 2H ), 3.70 (s, 3H ), 
2.01 (q, J=7.5Hz , 2H ), 1.35 - 1.20 (m, IH ), 0.94 (t, 
J=7.5Hz , 3H ), 0.54 - 0.35(ni, 4H ). 

[0214] 
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HJSflJ 1(69) 

l,3-vy^/U-4-(3-((3S)-l->v;H:fn'Jv>-3-'l' 
Ut 89] 



Woddng Example 1 (69) 

1 and 3 -dimethyl -4- (3 - (3 S ) - 1 -mesyl pyrrolidine -3- 
yloxy ) phenylamino ) pyrazolo [5 and 4 -b ] pyridinfi 
-5-carboxamide 

[Chemical Fomiula S9 ] 



0=S-CH 
N 



O HN 



N 



N 



CH 



3 



[0215] 

TLC:Rf 0.31 (^□□7h;UA:y^t/— ;U=9:1); 

NMR (DMSO-d«) : 6 10.93 (s, IH), 8.73 
(s, IH), 8.25-8.15 (brs, lH),7.60-7.45 (brs, 1 
H), 7.21 (t, J = 9.0 Hz, IH), 6.73-6.65 (m, 
3H), 5.04-4.99 (m, IH), 3.87 (s, 3H), 3.52 (d 
d, J = 11.7, 4.2 Hz, IH), 3.40-3.25 m, 3H), 
2.85 (s, 3H), 2.22-2.00 (m, 2H), 1.68 (s, 3 
H)c 

[0216] 

mmm2 

l,3-y^^;U-4-(N-y^/U-N-(3-:>th+'>7x^;U) 
T5/)e7'/P[5,4-b]t°'Ji?>-5-*;i/7H=^rt^5K 



[0215] 

TLC:Rf 0.31 (chloroform :methanol=9 : 1 ); 

nmr (DMSO -d<sub>6</sub> ):;de 10.93 (s, IH ), 8.73 (s, 
IH ), 8.25 - 8.15 (brs, IH ), 7.60 - 7.45 (brs, IH ), 7.21 (t. 
J=9.0Hz , IH ), 6.73 - 6.65 (m, 3H ), 5.04 - 4.99 (m, IH ), 
3.87 (s, 3H ), 3.52 (dd, J=11.7, 4.2Hz , IH ), 3.40 - 3.25 m, 
3H) , 2.85 (s, 3H ), 2.22 - 2.00 (m, 2H ), 1.68 (s, 3H ). 



[0216] 

Wotkiiig Example 2 

1 and 3 -dimethyl -4- (N- methyl -N- (3 -methoxyphenyl ) 
amino ) pyrazolo [5 and 4 -b ] pyridine -5-carboxamide 
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[4b 90] 



[Chemical Fomiula 90 ] 




[0217] 

mmmi 



l?^iiLfc1b^tl(100mg)<D*S7kh^UX>(10m 
L)-»l;Kr-trh-h'J;K5mL);§?gtc, TJ\y^>ii 
xmjJftT 0 deg C ■C:\K^tte(112ing)ifoctl^a 



[0217] 

Woiking Example 1 

So anhydrous toluene of compound (100 mg ) which is 
produced (10 ml ) -anhydrous acetonitrile in (5 ml ) solution , 
with 0 deg C under argon gas stream , 15 hours it agitated 
with the room temperature silver oxide (1 12 mg ) and 
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□ 7t%;UA:y^/-;i.=50:l)'eiRS^L. TfEifeft 

TLCiRf 0.36 (^PP7t>;UA:y4i/— ;U=9:1); 

NMR (DMSO-dfi) : <5 8.64 (s, IH), 7.62 (br 
s, IH), 7.43 (brs, IH), 7.03 (t, J = 8.1 Hz, 
IH), 6.37-6 33 (m, IH), 6.17-6 10 (m, 2HX 
3.96 (s, 3H), 3.64 (s, 3H), 3.27 (s, 3H), 2.02 
(s, 3H). 

[0218] 



l,3-S;y^;L-4-(3-((3S)-t°n'Jv>-3-'r;U:l-4 
V)-7x^;ur5y)tf7yo[5,4-b]e'Jv>-5-*;U 

91] 



including methyl iodide (568 mg ). 

reaction mixture was filtered with celite , filtrate under 
vacuum wasconcentrated. 

residue was refined with [shirikagerukaramukuromatogurafii ] 
Cchloroform :methanol =50:1 ), the compound of this 
invention (98 mg ) which possesses thebelcw-mentioned 
property value was acquired. 

TLC:Rf 0.36 (chloroform methanol =9 : 1 ); 

nmr (DMSO -d<isub>6</sub> ):;de 8.64 (s, IH ), 7.62 (brs, 
IH), 7.43 (brs, IH ), 7.03 (t, J=8.1Hz , IH ), 6.37 - 6.33 (m, 
IH X 617- 6.10 (m, 2H ), 3.96 (s, 3H ), 3.64 (s, 3H ), 3.27 (s, 
3H ), 2.02 (s, 3H ). 



[0218] 

Woikipg Example 3 

1 and 3 -dimethyl -4- (3 - (3 S ) -pyrrolidine -3- ylojgr ) 
phenylamino ) pyrazolo [5 and 4 -b ] pyridine -5-carboxamide 

[Chemical Formula 91 ] 
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H 



O HN 




[0219] 



(64)7?ill3gLfc^b-&!|^a(300mg)0)i^S?X^;U(10 
raL)-y5t>'— ;K10niL)?gjSI- 10%:S1b7Kfll>$' 

fee 

siji^Mn^ii-*-h'jt7A7KJS5a-epHii icia 
L. TsB!|^lltt^i^:t■^-5:♦;«M^b*tlCl25mg) 



TLC:Rf 0.36 iC^aa7\^)l^Ay-^y—fl.fffM=l 

0:2:1); 

NMR CDMSO-ds) : 8 10.93 (s, IH), 8.73 
(s, IH), 8.23-8.12 (brs, lH),7.63-7.45 (brs, 1 
H), 7.21-7.15 (m, IH), 6.70-6.60 (tn, 3H), 4. 



[0219] 

Working Example 1 

ethylacetate of compoiand (300 mg ) which is produced with 
(64) (10 ml ) -methanol m(10 ml ) solution 15 hours it 
agitated with room temperature including 10% hydrogen 
chloride methanol solution (3 ml ). 

reaction mixture under vacuum was concentrated. 

residue with saturated sodium carbonate aqueous solution in 
pH 1 1 after adjusting, was extractedwith ethylacetate . 

You washed extracted liquid with saturated sodium carbonate 
aqueous solution , after diying and under vacuum 
concentrated with anhydrovis magnesium sulfate , you 
acquired the compound of this invention (125 mg ) which 
possessesbelow-mentioned property value . 

TLCiRf 0.36 (chloroform :methanol :acetic acid =10:2:1 ); 



nmr (DMSO -d<sub>6<i'sub> ):;de 10.93 (s, IH ), 8.73 (s, 
IH ), 8.23 - 8.12 (brs, IH ), 7.63 - 7.45 (brs, IH ), 7.21 -7.15 
(m, IH ), 6.70 - 6.60 (m, 3H ), 4.80 - 4.75 (m, IH ), 3.87 (s. 
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80-4.75 (m, IH), 3.87 (s, 3H), 3.31 (brs, 1 
H), 2.98-2.63 (m, 4H), 1.9S-1.82 (m, IH), 1. 
70-1.60 (m. IH), 1.67 (s, 3H). 

[0220] 

[il^J^Jl^^J^ 1 

100 m^W::. 



3H ), 3.31 (brs, IH ), 2 98 - 2.63(m, 4H ), 1.98- 1 .82 (m, 
IH), 1.70- 1.60 (m, IH), 1.67 (s,3H). 

[0220] 

(Formulation Example } Formulation Example 1 

After mixing each component below with conventional 
method , pill-making doing, itacquired tablets lOOpill which 
contains active ingredient of 50 mg in one tablet . 



■1, 3-VJ>£^/U-4-(3-yh^v:7x-;UT5>')tf7VP[5, 4- 


<seq>5 and 4 -* 1 and 3 -di methyl- 4- (3 -methoxyphenyl amino ) pyrazolo 


b] bf 'Ji?>-5-*;U7H+-9-5K 










5.0g 




b]pyridine - 5- carboxamide 


5 0 g 








0.2g 




* [karubokishimechiruseruroosukarushiumu ] (disintegrating agent) 


i{i4ci{c4c4i 0 2 g 












O.lg 




""amount of magnesium stearate ** (lubricant ) 


«iic>|aii« Q 2 g 


■IttfSa-bvuo— 7. 










4.7g 




*microcr\'stallme cellulose 


4 7 g 



[0221] 

m^ij^j 2 

fi^;* fcj;ij:S*SifejiL, 1 r^-^jy^'P 20mg 



[0221] 

Formulation Example 2 

After mixing each component below with conventional 
method , sterilization it did the solution with conventional 
method , was filled in ampoule , 5 ml lyophilizing itdid with 
conventional method , it acquired ampoule 100 book which 
contains the active ingredient of 20 mg in 1 ampoule . 



■1, 3-i/^^;u-4 



* 1 and 3 -di mefliyl- 4 



<seq>3 - [me ] </seq>- 



'seq>5 and 4 - [tokishifeniruamino ]) pyrazolo 



bjpjxidine - 5- [karubokisami ] 



K 



[do] 



■2.0g 



2.0 g 



•20 g 
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*mannitol 
























































lOOOm 


1 

1 


*distilled water 


**** 1000 m 
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